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(57) Abstract 

N-[(Substituted five-membered 
heteroaryl)carbonyI]guanidine derivatives 
represented by general formula (I) or 

pharmacologically acceptable salts thereof, 1 ' ( I ) 

wherein (a) represents (b) or (c) (wherein ^ " 

represents oxygen, sulfur, or NR^ ; and X^ 
represents nitrogen or CR^ ); represents 
optionally substituted aryl or optionally 

substituted five- or six-membered monocyclic y -j o 




heteroaryl; represents hydrogen, halogeno, ^ \i fa) _/ \ iV\\ (c) 

optionally halogen-substituted lower alkyl, ^''...V ^ 1} ^ 

lower alkoxy, lower alkylthio, or optionally N— ^ 



protected amino, provided that when (d) is (e), 

is neither hydrogen nor ethoxy; and 
andR^ each represents hydrogen or optionally o— '>> /a\ / \ f \ 

halogen-substituted lower alkyl. They are *^ \-, :/ ( ^ ) \v /) CT 7) ^ ^ ) 

useful as a drug, especially an Na^ /H* fsjf— 
exchanger inhibitor, for the prevention, 
treatment, or diagnosis of various diseases in 
which an Na* /H* exchanger participates, 
such as hypertension, arrhythmia, angina 

pectoris, myocardial infarct, arteriosclerosis, and complications of diabetes. 
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^nxo^^o m^ii, minmm-^mmm^^ifnMm^m^ cschoitz w. et ai 

Br. J. Pharmacol. 109. 562(1993)) . MstB (Rosskof D. et al Hypertens. 
21, 607(1993) ) . '(^mi< ( de la Sierra A. et al Circulation 88. 
1628(1993)) . IfflMJfi (Grinstein S, et al Biochimica et Biophysica Acta. 
988. 73 (1989)) ^ mm^mBi^M (Well E. et al Europian Journal of 
Pharmacology 264, 269 (1993)) > ik^^Mi^M (Kranzhofer R. et al 
Circ. Res. 73, 246(1993)) , (Morahan G. et al Proc. Natl. Acad. 

Sci. USA 91. 5898 (1994)) m^m^^^ (Canessa M. et al Hypertens. 
11,823(1993)) , i>K-feU>{rJ;^^W5tlR^ (Battistini B. et al 
Biochem. Biophys. Res. Commun., 175, 583(1991)) . ^'Jl^iymmmm 
(Manev H. et al Neuropharmacol. 29. 1103(1990)) . #lg^iK (Hall T. 
J. et al Biochem. Biophys. Res. Commun. 188. 1097(1992) ) ^. B^^lMM, 
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nXl^^ (Mol. Pharmacol. 25, 131-136(1984) ) o i^^MOWMW^ 

CitroC^TfS^^tlTl^^ (mil J. Membrane Biol. 105, 1-21(1988)) 

U v?;l/7!7;U*->'^^'T-i^>^^ (WO 9 4/2 6 7 0 9^). &D^7y;k 
f-i^;U^(:>'{rt:D ^})\/ti)]y^^~)\^^7-'JymmW (E P 6 7 6 3 9 5-^) ;6-< 

E p 5 3 7 6 9 6-^4:^fg{r(i^ i^'T--::^^ :^;U;J^"^;L'STtt^$n 

yt\ mm. m^^m^m-t^to:>mi^ (j.cs.. p405 (iqbd) . ^v^. n 

- [ (5-i^^->-2-7x.^;l/-4-7^^^^-y■';;^) ^^''T 
-'Jy^^^&^mt\uX^7r^t^%l^ (Synthesis, 10, 837-9 (1993)) 

fzW^^. iS^f-pil^ ^ 2-3 \mt^ 5 M^T- pt U -yL'S^Wt-^ 7^7;^^^- 
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^ 5^-Z-B-A-R = T^^n^^ (i^fs Z(iO. S. NR'CO. NR^ 
SO2. NR\ SO. COX(iM^^> B{i7x-U>»X{i^^^ 
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L/ > - 0 -imrju^ u i&mrji^^- u >3^ t < (iM7;i^^- u >^ 

Ti^Tfecfci^^yMT^b+yi^-T^y : i^imrji^jiy-Ti y 'Jim 

^ $ nx I t> J; I y Mr - T ^ y ^ v^«t;u+;u - 7 $ 
y b s sl*^ ^> stf? ^ n ^ 1 &.±(D&rmM ^tixi^x^x< mMmm 

W7 ^ jmoimBXUm-^tiXl^Xh^l^'^^l^f^^^-T^M ; X{i^ 
e^1£M7;l'+;U-7i ySTfi^$nTt^Tt>cfct/MS07>'U^>'k i^m^ti 
Tl^T^icfcl^I:: Kp^v^ M7>'U4^;I/- 0 'fS^^nTC^Tt>cfct^7 ^ 

y> ^m^tixi^xh^^^'eyj&BLTJiy^ji-Tiy. :Ru^-Ji&WLTJi^ju 
-Ti y mt^i^u^m^i^Mm-^M I &.±omxmm^tixi.^x h 

5f^*^^>SIR$tl^ m±©tt^ST«^nTl^TtJ:t^7'J-;U2£s X 
liitjie^*^ i^mn^ti^l &.±OU^&XWm-^tiXl ^> J;l ^ 5 7!;M 6 * 
A.-rP7U-;l/ST^^. N- C (g^5M^-rP7'J->'l') ;^7;^;f^-;^3 
^'T-i^^i^^^^^XJi-eo^^fi^Jtrfp^^n^i^ ; 
R't\ iC-Z-B-A-R^T^^n^S (^^i. ZJiO. NHCO. NH 
SO 2. SOzXitm^^. B(i7x-U'>SX(i^^*> A(i«7;l'+U 

M7;i^+^>-o-«7;i^^i^>> \mcT)\y^^\yy^s XJi^-g- 

®$nTi^Tt>cfci^7 $ y> 't^l8^tiTt,^Tfcckt>^-yM7;u+;u-7^ 
y s v^«7;u^;i/- 7\y. M7;u^>'i/«Te^$nTi ^T ct < 
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m-ch^s N- C (g^5M^rpTU-;i^) ^'T-'^ymm 
N- C (M^5M^xP7';->'t') ;?7;l'^->'l^3 ^-'T— v^>M#X 

Tl t> I P?| - C 0 N H -RmMmM'f-±rimTJl^ 
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muM. ^mm. ^Mh[^<it&Mnmmtj:^m^wm. mtBs 
sir. ^mM<t^ ( I ) ic-D^mmi^im-t6o 

;k 2 - 7 x-^i/^tt/ 3 - 7 x^;uST'*) ^ o rM7;u+-;uSJ i UT(i, 
$f*U<(i. if'-^'k i-:^Pt°^;k 2--/Pif^;k i -y^-^k 2- 

7'^^;!/, 3 -•7=i-~)VBL(J 1 - y 2 -:/p t°^;UST$)^o 

P)l^ ^ 1 Ti^ 4 mWt- 5 5 T^M 6 MTO^-r p T U -;U^T'fe «9 . »^ L < 
ii, 7'J>'k ^i->'k IfoU^k -Ti^^/'J^k t:7 7'U;k ^Tyj;k ^ 
V ^7 V 'J ;k ^^-y- U ;k h U T y U ;k -r h 7 y U ;k t" U ':^;k t" U ^ 
v?^;k b'U^v^-v'k t°^':^^;l/ST$)«9> H{w^f^L<li> f-x->'k 
y y 'J ;k -r h 7 y U ybSO' t" U i^^u^T^) 

©T U < . :Sf::0^ U < (i7 i-;bS0^-:>-7f-;uS-e*)'5o 

pNP>y^'>il^J iLT{i. F. CI, B rj5:t>*I*-<W'^nao 

(i. -CH2F. -CHF2^ -CF3S -CHgCU -CHCI2. -CF2C 
F3. -CHaCFs^ 'BLXl-CYi^ZW^Z 1 T*>^o 
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ho 

, ^yl/T^iJ-M t:^^i^-;K 4 i ^v'^) 'J-JlyRV^t^'et" 

D C2. 2. 1) -T1ft"'>i^o C3. 2. 10 ^ti^f-^U^T 

;uT ^ y :ro':/p t:;uT $ y &x$>ho r c^mt^u+^u- t $ y »j <!: Lxit 
. it?^u<(i. v^y^;u7$y. i^x^yi/Tsy. 'j-fiJifjuriy, yf-;i^i 
f-;i/T y MJ^y ^juzTu \ijvr I y &x$) ^ . ^x%'J/ ^}\^r i y 

1, 4-. 1. Z-lkTJl. 2-7x::^l/>X^^4;o Itft U<(i 
1 , 4 - 7 x- U >ST«.ao ri^-^J lt^0S;&^"#^E-ti:-r]^m®*/&«- 

<(±. 7"u^^u>. 7x-u>. >^Pii^L/>. 7'i-~uymm(DEiMWL 
3 7bm4 0mx^6o 
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«iLT(i> m^\f. rU-> (Greene) SCZ-^y'^ (Wu t s) 
rProtective Groups in Organic Sy 
n t h e s i s J > ^ 2 ^^^*<ffil^§4S^^T*)tl 

^yi^;i/>r^v/;^7;u^'-;K h u 7^— f-^K '0>'>'U^i:J^7 

m^tifcho ( (E) i*^b<{i (z) m ^>^o^{ifs^»'^'^$n^o 

:in{r«-^< (R) f*:^ (S) ^*®^^«1*>6-<#eL9^o ^^Bflii 

3ry^t7mm. mm, mm, m mm. ■fa\i:tym 

, i^^-^^^. -Toyi?, n/N^ii, 7-7;p^. M, U 
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(5^tf. R'> x:siiy^Y{iBui2(D:t!**w-r^o ) 

^fgH^-fb-^^ ( I ) a. (II) T'^^n^:^>'u*'>^x(i'e©s 

t5tt^#^*<t y 7- > i ^StS^ -a-S i {r J: »3 Ml" ^^tt<v^^o 
pJTM(rcl;»9> 't^e^^^*LT^ ^^m^t^^ (I) ^m^ct 

^ KiXT^;^ N-h Kp+->7^>'U-f S KJ^-Xf-^k N-t Kp 
i^y^^T^JK 2-t Kp+->7x^;uxx-r>'K 2-t''U':^>'U 



(n) 




HN 
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X h7 t Ko7^y (THF) s 1. 4-'Jt^'>)->W(D:r.-TJlJf:^m. 
/^JI^^JUATI K (DMF) ^©T^ K3^«s h°'j e^>^Oi^Stt» 

T;b4^;uaiX7^;ux<iT U -;u-'(6aT>'U+;UJix-r;u©*'^{::(i> S{::> 
^ >^© ^ t S0 $ -fr ^ ^-^f:: > *i'^^J©#^Tf::S:tc^ $ -ti: a i 
DCC) . 1 -jcf-yl/- 3 - (3-i^y^;l/r ^y7°Dt°;I/) ;<7;P4^"v^-r ^ 

K (ws c) . ^>yh UTv'-;!/- i --r;i/- t> ux (v^y 5^;i/7 ^ y) 

ji^X^^^'i'A •^^-tf-7;U:tD'J Wb%3^ (BOP) ^ ':^7 x-;U;^X*- 
;l/Tv^ K (D P P A) . 1, r -^^yU^^'^yUHX- 1 H--f $ ^7-;^ ( 
GDI) ^^ft^W^-n^o ^'^(rJ;oT{i> N-h Kd^->X^ $ K 

1 0 
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(HONSu) . 1 -t Kd^v/^>V'NU7V"-;U (HOB t) ^(D» 




(III) T^$n^f-;t7 $ Kct-^x^ ( I V) T-/Ts$n^ 3 - 
;t+y;^;u*>^iX7^;uX{i-j^5^ (v i i ) T^^na 2 -ir^vti)\^ 

1 1 
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. -f!St^ (V) x(* (V 1 I I) <D^r'/^)jitiJ\^t^y^^^-TJi^^n^^ 

t^<r-^6o Z.(DRmzi[ol.^X. ^#(Cj:oT(i. (X) ^U<(i ( 

V) xii (V I I I) ©f-TV';;L'^>'U^">^^xr;p^#-5c:<i:*<T'^5 

o 

^<^{r. (V) xii (V I I I) ®f-T'/U;i^5^7;U4^'>^ix-r;u 
^«^)!S^(^'f=i-r«ii{ri>). (V I ) xii (I X) o^T^Uyu 

;u- 5 -^;U4t >^:i^xx;K 5 -t;!/^;!^- 2 -7 V -Ji^^ I ^'/-Ji- 

4 -^;l/^->^JiXT-;Ki> Vol. 8 2. 140 (196 2) 

iam©;?-^f^Soa>T-^fi5cT^^o 5 -T^u^^i^- 1 - T 'J -;ut°7y-;u 

- 4 -;^>'l/'J^">'^^X7^;Ki> Synthesis, 566 (1986) 
«!c07^}*}rS-:5C^T^fi5cT^^o t/c. 3 -T^b^;!/- 1 -T -;l^t°7 7 
4 _;^;L,;}?>^jiXT-;Ki> B u 1 1 . Soc. Chim. Fr., 

5 4 0 (1 9 8 8) E*!c0^i*(CS-:5l^T^fi!o-e^. ^M'tKDtiJV^^ym 

IJSdhe Chemistry of Heterocyclic Co 
mpounds (Edi tors :A. Wei ssberger and 
E. C. Taylor), John Wiley&Sons) ^©^SCMJ-fEL 
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j;^)«T^^o m mmii, wtti, m^, ^^^n<t, «, TOb^b. ^ 

le^m«^ Gordon^1^> ^MWT'>K-v^X (RTA) I Vi^. -fftU-^-fft 

■ mm) . 'mm.. mm.&. mum. wmm. wmmm 
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(1) \iH:im^M.'mMm^wmmm. 

[^$iSjflL/JMSjfa^ (PRP : platelet rich plasma) ©M] 
t hBU0E^a5#li)i^J:?)in:^@!?FiJiU"C SOOinM EDTA • 2Na ( ethylene- 
diamine- tetra-acetic acid • 2Na.pH7.4) 3ml •> U >v?^fflt.^. 50ml U 
Jt-r^o J:<S'^Uc^, ^fi{CT9 0 0 rpm, 1 2^FBm^1-5o 
;6^'PRPT*)'9, 5 Om 1 (DSt^i)^h>1fyl 0-1 5m 1 ^mf^tl^o 

jfiL/J^ri^bS^Ji^^-V^H^U^yf^-^ (PC- 9 8 2 1 Xe. NEC) 

(u-3 0 0 0, BAiMm) ^m^x, ^yt^omtx 
i^iat^o tuh^. m.'mtx.xo-f^^^^ywm^ (9 4 o 1 ) ox^fz 

-f^x^.j^^^Kv V^^U cmtrPRP (1 4 O/z 1 ) »JnbTat. 

{ria)tJ^«^-r^o »«{i6 8 0 nmXfe^o 3 ~ 4 ^Fh^T 

h-(r^-r^»«Mii'^i:LTSn-So »»(iDMSOTl OmM 
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u fc: ;r y^^?^® WliJty T® a *9 ^ o 

y P t°>r h y A, l 4 O mM ; N - ( 2 - h ^^u^'y:x.=^-}V) t"^ 
7-::?>-N' -2-x^J':/X;^^^>K (HEPES) , 2 0mM;^>3-X, 
1 OmM ; Wcti U "i^A, 5mM ; i^it-^V^i/^A, 1 mM ; mttfJliy^I^ 
, ImM ; pH6. 5o 

«m{::|i^®lll#i®#mS{r*j{t^^J^i!c^7=^'f ^ V VT'P h (X$4 : » 

m^, y$iti : ii^TOM:) •r^>i<t{c:j:'9. momwmi^m (k i ni) 

Mm (I) T^^n/cYk'^Xii^®i^®l@X{i2@j!^±i. il 
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mmoy^')fimmi ^mi mm, ^m\, w^|J*^WLTl^Tfcckl^o 
^mmm^'^^n^o t^ym'^omm, mmmtLx\t, m7L\tfu\^\^y 

©J;-9nET;U:3-;l/li, ;f^lJ v;l''<- h 8 0^;i)^'^^o C0J;9 4'M«l^{i, ^ 
^VJ^mVi, wm\, fWb^fiJ. :9^MiJ. ^^rk^iJ m7L\i, 5^ h-x) , 

ilSllPtS-^®^-^> 1 B©i^4m W^/cOI^O. 0 0 Omg 

ig4$n2>:^'^(i. lB©i^-^*{i, «^/;'9*^0. 0 0 0 l;6^t.lmg/k 
g;{)^'ii^■C^ 1 0 1 IlI7!7S«III(C^{:>-Tt^-^-r^o tt^iJ 
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SCG : i/Ui7YJ\ytf'7A^n-7hyyy So 1 B : mmBiWl7m 
^ h U '^A7K^i^^ S -Mg : RZ/ S-N a : te7j< 

Gizxmnt^cti^X^. 2- [3- (3-v^yf-;i/T^ /:/o'f>+-» 

b) vKDfe©^. 1 N-N a 0H7J<^^T'®;aU^ 2- [3 

a) m-->Ty •7iy-;l/i^>v^;U7'P i K^ee^v^ U '^A#eT7-tr 
1 7 
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T6BfrB1WU^ &m^WmiyX2 - (3-h: FP4^'>7x^;b) -4- 

b) C©^©^:. 1, 4-i?y'u^y'^y^mkt>V^2.:^^rT-irh- 
hiJ;l/4'TlTOJ0M^USi£$-li:. 2 - [3 - ( 4 -7'p^7' h^'>) 

i^/^Jl^Tiy-THFrn^ (IM) {rJPX.. 6 0'CT'^fflJ^LSiS^#> 
«1^«-ffiiaUT2- [3- (4 -•:^yf-;i/T$ y7'h^'» 7x-;H - 

3 

2- (3 -b Ko^->7x^;U) -4-y5^>'Uf-TV*->'U-5-:^>'Uji-C> 
i?if-;^>£■fflt^T##^J2 -b) <!:l^1i®SfP^^Tt\ 2- [3- ( 5 - 

2- (3 - 1 Kp^->7x^;u) - 4 f-;l/f-ry-^i^- 5 
ijJVt^^'>ly- h> ^kl/^T l -y f-;l/k°^U >- 4 - ^ ^ 7 -;b©T H F 
^mt6z.tizx^. 4-y^;u-2- [3- (1 -^f-;u-4 - t°^U 

5 

2- (3 - 1 Ko^->7x-;i/) -4 -yf-;i/f-Ty->'i^- 5 -7^;L/*'> 

m^m^ tmm(D^i^^m\ 4->f-;i'-2- [3- 

[1 - (t e r t -7' h^-v^:^;!^^-;!/) - 4 - t'^ U v^^U^ h^->] 7x 

1 8 
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6 

2- (3 - 1 Ko^->7x^;i/) -4-^^;^f■Tv'-;^-5-^;^^^> 

^;^_2- [3 - (4 -4^7^:7 U v^-;l/^ h:^-->) 7x-r.;l/] f-Ty-;U- 
a) 4-yf-;l/-2- (3 -- hP7x-:^;U) ^TV-^L'- 5 - :^7;b:^' > 

jtizHLtzo ^m^nmL. 2- (3-tw7xx;i/) -4-/^ji^^ 

(y^THF©?l'&tl4'i::TSt5$-li:. 2- [3- ( 3 - ^ o d -/p t"^ >r ^ 

K) 7xx;i/] -4 f-;uf-7v'->'U- 5 -:;^;i/5t^'>^x5^;i^<&^trSJS 

^J&m=^mmLX2- [3- (3-v?^^;UTiy7"Pt°^>T^ K) 7x 

yj:i'^rjf->Mxf->'l'*-^^>'->'l^4'> 1 N-N a 0 HzK^ 

•J^unx-^ys mf-^->'k DMF 1 ?iS<&5ElQX.^ jg{r^lS$-ii/Co tf"^ 
n/cM{rTHF> 2- (3-T^y7xx;b) - 4 - ^ 5^;Uf-7 V'-v't'- 

fi5c»MS^-r^-if-ct'). 4-y^;i/-2- [3- ( 1 -yf-;ut°--^U 

1 9 
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MUT. 2- (3 - t Ko + i>7x-=.;U) - 4 - h U ^^l/^J-p^f-yl/f-T 

^mm 1 0 

2- (3 - 1 Fo + '>7x-;i/) - 4- h 'J7;^:toyf■>'^f-Ty-;^- 
m\^. #%^J2-b) ilWa^W^m^^ 2 - [3- (3-C^yf-;UT 

i yzfu:f.^'>') 7x— v'U] -4 - h 'J 7;U;d-oyf-;u^Ty->'U- 5 

#%^J 1 1 

2- [3 - (3-'J/i-Jl^7 i yzf^^^^y) 7x-;l'] - 4-h'j7;l^ 
7i-v/^Jli-7V-J\^- 5 -ijJly^^yW^^J^'^^^ y -■'^''P- 1 N-N a 

oHim^vrnmiy. iN-^^frT>f?n^> ^j^'^^mmi^x. M'&^v^ 

02- [3- ^3-'J/^JUri y7'p:^+-» 7x-;l/] - 4- h'j7;l/ 

^nm 1 2 

^STDMFtfT'^^^-ti:. 3- ( 4 ;I/7 x 7 a; > ij 
MU^ Mt:: h U7-i? ^ + •>7J<*<l:^^'^7*:^^ 'J 'i7ATMUT> a) 3- 

(4 -e^y f-^i'T ^ J y f-;i/7xy 4^->) ^yy- h ^) )\^^U^tk^%t u 
T#/co ::©*>®^##^^J 1 <i:(^I1i{::MtT> b) 2- [3- (4--:^y 

2 0 
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#%^J 1 3 

;[/- 2 - ;r ^ V y o t°;u 2 - ^ f-^b^ yVJ^-h ^M^^^^'^ t b 

1 N-NaOH7]c^^^-eMUT^ a) 4 2 - o - h 'J v'l/^^i^- 
5 -^;l/4-C>m®^fe^SH^BSt>'b) 4 - / - 2 - o - h U 

##^J 1 4 

4-yf-;U-2 - [3 - [1- (tert -7' h + i/:^;!/^— ^I^) -4 - 

i^;i/}c^i^L. 4N-igM-it®xf-;i/^^TMUT> 4-y^;u-2 

_ [3_ (4 _ e^ij i^;!/^ h^'» 7x-;U] f-T^Z-^t^- 5 - >?7;U4^"> 
##^J 1 5 

2- [3- (4-T = y7*h+-» 7x-;H -4-yf-;uf-ry-;u- 

Jf-i/tiJ\y:iiz:.jUVmmLX. 2- [3- ( 4 -Ky i^jl^i-^ i/tUlyy^-Jl^T 

ijy'h^-» 7x— - 4 -y ^;uf-Tv'->'i/- 5 -:^;u^>^xf->'i^ 

##^J 1 6 

3- i/r y^yXTJi^y'h H\ 4 -7'o^7'f-;u h 'J 7x-;i/'^X7;j- — 

A7'o ^ H\ 7m<ti- h U »^ A. tK 1 riOM-^tl^T H F ^-T 1 9 

2 1 
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mmfkLtzo (z) -3 - (5-7'p^-i-^>7^- 

i >-THF^-^TMUTs a) (Z) -3- (5 - 'J / ^JUTl J - 1 

ffl^Tl 0%P d/CT«UT. b) 3- ( 5 - v^^ f-;UT ^ 7 ^>f-;U) 
Ky-/- h ^JJl^UM'^^^^t bxmzo ^KCOhO^m^m 2 - a ) 
tmm^^'^^r-^ FfCU/cti^<bSlS{C#LT. c) 2- [3 - (5-v^> 

f-;i/T ^ y^>f->'^) 7x-;u] -4-yf-;uf-ry-;i/-5-:^;u*'>i? 

##^J 1 7 

A t e r t -7'h4=--> K^U^THF^fl-^Jl^^^U/c:?^. Z-i/TJ^ 
>X-T;U7=t K<&Snx.. S(::»-U;^Co i^«<&5|fi{U a) (Z) -3- 

^/c. b) (E) - 3 - (4 -'::^yf-;uT iJ -i -7'x-;u) h 

'J;U^«fe«i|^^UT#/Co a) ©Yk^%^x^y->'i^4'> 3mJE7jc^ 
#BimTl 0%P d/CTMUT> c) 3- ( 4 - v?y f-;I/T ^ 7 7'f-;U) 

Ky^/^v y ;u*#/co a ) . b ) s?>* c ) oit^^^'tn^fi^^m 2 - 

a) i^litCf-^J-T $ KiU/c^> S{bSt5fC#bd) 2 - [ (Z) - 3- 
(4 - v?y ^;UT ^ y - 1 -7'T;->'b) 7x-;H - 4 f-^i/f-T^-^u 
- 5 -;^;U^'>i?xf-;bJtg^ig. e) 2 - [ (E) - 3- ( 4 - / f-;l/T 

^ y - 1 -7*7^— 7x— -4 -y ^ybf-T^Z-^u- 5 -;<7;u^'>S^ 

2- [3- (4 - v^y f-;U7 5 y 7'f-;i/) 7xx 

##^J 1 8 

3 -Ky'Jjlir^'y'icMM^^'^}^^^^ J : 7K= 2 : 1 ^l-^^ff^s 

2 2 
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TMUiSMS^I^il^T. «»SCG(CTm-MLT> b) 2- (3-t 
#%#|J 1 9 

1*<tUT#^Co cn^i^y-^l/.t^i^^OfM'^tlTMLT^ 1- (3- 
/ N + ->7x-;U) -3-y5^;i/t:7y->'U-4-;?7;i/*'>i^x^>'U^^fe 

T5. 5TOs -2 0'C{CTlOTiiJ4^b/Co 4s5c<I^^M^Us 1- (3- 
t KD4=-i/7x~;u) - 3 ^;i'e7 7->'U- 4 -tiJV7nym^^Ji^=^M 

H'S-i^/^JUr i y-yx^JifJly i^oUK mmiMtRm-^^. l-[3- 

(S-'J/^jUTi /y^^^^-y) 7xx;u] -3-^^;ut°^v'-;i/-4 

2 0 

a) 7jc7]c4'f::T3-y i>^->7-u >> Mmm. Mmm-^ h ^) O ^ lO M 

mmi^fcm^B^mMb. 2- [ (3-/ h+->7xx;i/) tK^yyi -3 

2 3 
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a >-0-x;^^^>i?7J<f^i^gT•M^^ h 'J -^/atMUT [2- 

(3_y |.r^.>7^^;U) -5-yf-;U-2H- 1, 2, 3-hUTV'-;U 

UT. [2- (3-t Ko + ->7x-;U) -5-yf-;l/-2H-l. 2, 3 

- h 'J TV-7I/-4 --r;^] ^;U^">i?^#/Co ^)?l^TCn^J^r57y->'^4' 
Mi^^toX-MS^^flMUT^ [2- (3-h Kd^->7x^;I/) -5 
-yf-;U-2H-l, 2, 3 - h UTy-;U- 4 --r;!/] :^;l'+C>^xf-;U 

##^J 2 1 

a) 3-^hPT-U >«fflU##««J2 0-a) |^1iiD»^^Tl ^ 
[5-yf-;P-2- (3-J::-hD7x-=:.>'U) -2H-1. 2, S-N'JTV 

^Tl 0%Pd/CT'MLT. [2- ( 3 - T i / 7 x-;l/) -5-yf- 
;u-2H-i, 2. 3- hiJ7y-;u-4--r;u] ;^;U^">^x^;l/^#/Co 

b) C©fc©<&THF^?£4'. « h U 7>'I/;rnWfcckt>'hU J^f-^UT 
^>-CMLT> [5-^f-;U-2- (3 - h 7;l/;rPT-fe hr 5 K7x 
^;U)-2H-1. 2, 3 - h U TV'->'b- 4 

TMUT^ [5-yf-;l/-2- [3- (N-^f-;l/ h U 7;l/7rDT-tr hT 

^ K) 7x-;H - 2 H- 1 , 2, 3 - h •;Ty-;i/-4 --r;u] ^^^U'i^"^ 

T> [5-yf-;l/-2- (3-yf-;l/T$ y7x-;l/) -2H- 1. 2. 3 

- h ';t^/->'I/-4 ^^yi/d^'yffij^^^b^^f-^ je}::DMF4'> i, 2 

- v7'u^ai^ y:fcJ:C/6 0 %7j<*<b-:H h ij 7ATM®LT> 2- [3- 

[ (2 -7'D«f-;i/) y^^UT^y] 7x-;i/] -5-yf-;b-2H- i, 

2. 3 - N 'J TV-^l'- 4 — r;U] ;?7;U']t >^xf-;l/;^#/co 

2 4 
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##^J 2 2 

WM\y. [3-yf-;i/-2- (3--hP7x-;u) - 2 H-h"^-/-;!/- 

fis2^ 2-4 fC^-r##^J 23-71 ©^b'^ii^*^ *f0f^l^m'^'^^ 
ffll,^T. (SRf) cDffl}rfea^n/c#%^ijil^a{::MUT 

^M^J 1 

^7-'jymmu2. 0 1 g<£-y rj'y-^'n 2m 1 KmML. ^&.y2 

8%:>-hU'>A yf-^-h4. 06g / ^ y -JimM^M^fCo mU^T 

jK^dmf 1 Om 1 fr^^b/co 4-yf-;u-2- (2-f-i-;u) 

5 _;f7;l,;}<>^0. 79g^CDI 0. 57g^^?>*DMF12 

7^'jyoDMFmm^m^f^o ^)S{cMu«»t7t^^ «^mee® 
sso'i&M^TKTm^^c^^^. s-MgT'i^#b^ii^Mra*b/co a 

N- [ [4_^f-;u-2- (2-^x^;b) - 5 -f T VU 

mtMmi tmmi:^^r^^mio^t^^=^mi.^x. (a) n- [ [2- 

2 5 
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y ^>x;^^^>ml:•MLT (b) n- [ [2- [3- (3-v?yf-;uT5 

mm\ 3 

M{r2- [3- (4-i^yf-;uT$ y7>^'» yx.-ji] - 

4-/^jVf-rV-Jl-5-ijJlri'^>l^^^J\yO. 7 9 g t / ^ / -Ji^Sm 
l^ttlx.. 2^F^Snm««^Lyc„ fI^Ji^<&MflEM'#^ B^^J^f-;b{::^MU. 

CG-eMf^-iflckJ?. (a) iV- [ [2- [3- (4 -v^/f-^UT^ 

T^QiSUT (b) JV- [ [2- [3 - ( 4 - v^p< f'^l'T S 7 7* N ^ ■» 7x 
-4 5 -f-T'J;U] T^J^l/Ji^'-v'H ^T-i^> ^iJ^VX;!/ 

«l?iJ4 

^'T-:^-::^>igi?ig2. 5 4 g<&DMF 3 0 m 1 {r^f^L. 6 0 %7X^'fk-:»- 

hij-^/i^i. 0 6g^j!in;i> ^S{wT2i^rBltiJ^Ufco Ri:£;?S{-4 -yf-;i/ 
- 2 - [3 - (1 f-yi'- 3 - tf^i; v>;i/y h+->) 7x-;u] ^rv- 

5 _^;l,;}t'>Mxf-;l/9 9 5 m g> D M F 2 m 1 ©fl-^^l^^iP^N 8 
Mif-yK-TJfltBUyco mmm^. 7j<> ^fn:ti^7K{:TJi[l«^^. s- 

(a) N- [ [4-yf-7l'-2- [3- ( 1 - y 3 - hf^ U v'yl/p' h 

+ 7i— 71/] -5-f-TV''J7H ;^7 7l/^'x7l'] ^■■7— •:^> 6 5 8 mg^ 
LT#/Co >I©fe©<^y ^>X7b^>^TMLT (b) AT- 

2 6 
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[ [4-yf-;l/-2- [3- (1 3 - f^U v'^Uy h^-» 7x 

(a) N- [ [2- [3- (5 -C^y^;UT$ y^^^;!/;^^^^) 7x- 

;u] - 4 -y f-;i/- 5 -f-TV 'J;!/] 7f7;i/^'-;u] y^>x;i/ 

(b) N- [ [4-yf-;U-2- [3- ( 1 -y f-;U-4 -fc:^ 

y ^yxj\y^>ym^. (c) n- [ [4-yf-;i/-2- [3- u-^^^ 

2/^>xj\^t^ym^. (d) iv- [ [2- [3- (3-':?y^;i/T= y:/ 
Pt'^rvT^ K) 7x^;u] -4-yf-;u-5-^7y'J>'i/] :^7;i/'t^'^;i^] 
^T- V? > y ^ >x;^^^ y^i^^ti:/ ( e ) N- [ [ 4 - y f-;i/- 2 - [ 3 
- ( 1 -y ^;L/h°^'; i?>-4 -7!7;^^^^•>T ^ K) 7x-;u] -s-f-r 

2- (3-'>Tyy h4-'>7x^;U) - 4 -y f-;i/^TV-;u- 5 
;K>^xf->'U4 0 Omg. T-:^{b:>- H U '^7^9 5mg. JiiYkT A 7 

8mg. DMF5ml (Dm^m^. 9 0'C-e»T> *IMi^b/Co 
^'T-i^>Mi^l- 2 6 g^DMF 15ml fr^^SU. 7jc^>fb:?- h U A 
5 2 8mg^j[JDK.> ^^^ilX imsmWUZo C® t)®fC±lBSCT^Jn;t> 

iZX^. N- [ [4-yf-;U-2- [3- (1 H~-ThyV-JV-5--(jV 
y h + i/) 7x-;l^] - 5 -f-T^/'J;U] ijJlrn-Jll ^'T-'J>3 4 4m 
g^ii-fegH^iUT^Z-Co 
IIM^J 7 

2 7 
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2 Smg^Jnx.^ ^iSCTS 0^»U/Co SlSi^f:: 2 - [3- (2-7'd 
^ih + '>) yx—yu] - 4 f-;U5^rV->'U- 5 -^;i/^">i?x5^;i/2 

4 0mg^jjnx.> TO-CT-MT^ 3BfF^WL/Co rT-v^>±^i?iS6 2 
lmg^DMF3m 1 7]<*^b-:M- U A 2 6 Omg^»^. 1 

jS^SCGtrTiit^-rS^IifrJ:^. N- [ [2- [3- [2- (IH-^ 

5 1 ih^'>] 7x~;L'] -4 5 -f-T'/U 
fj)V^.-)\y^ yr-'Jyi 6 Omg^^fei^^l^BmSlftciUTtf/Co 

TV- [ [2 - [3 - [1- (ter t -7* ^^>'^>'^'^^-;^) -4-^^ 

Ui^;uy h^->] 7x^;U] -4 5 -f-ry;;!/] ij ju^f.—ju'] 

yr-i^yl. 1 0 g^v^;4-^-9->3 Om 1 {C^^U. 4 N -i^<b7j<^- i:? 
[ [4-yf-;U-2- [3- (4 - t°^U v'v'Uy h + '>) 7x-;l/] - 5- 

f-Tv'U;!^] iJ^'T-v'^ 1. 2 5 y ^ >x;^t^>it^^^3 0 

9 m g ^m^^^B t UT#/Co 

N- [[2- [3- (4 -0-:^;u4-4^->;^;i^^— >'i^T i y 7* h^v) 7x 
-4-y^;l/-5-5^T'/U;l/]:^>'b^'-;U] ^5''7--:^> 3 3 O m g^ 
Hji- h 'J;l/5m 1 (C^^Ufc^> 7j<?^T> MJ ^ f-^l^3 - K'>^ > 1 m 
1 ^j!inx.> ^ST2 O^ralWU/Co St5i!g<&W:i^f->'H O Om l T« 
Liz'^. MMWtK 10 0ml T■^?^U/•cm^ WM<^S -MgTlE^U/Co 
METfr^l^^®* U^c^^. S C G U> P P 'i^^l^A - y ^ / - 

2 8 
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;I/-ia?nT>^r-T7j< (19 0:10:1) mHiU ^ M^f^ikCD (a) N 
- [[2- [3- C4-7 i y-fh^i/) y jl-JV] - 4 - / 5 -f-T 

mmm i o 

N- [[2 -[3 -[4- ( t e r t -7*f-;Uv^yf-;l/v/'j;l^^+->) 
i/-\y ^-JU]- 4 - / ^Jly- 5 -^7 V^) JV]ij Jly^-Jlyl^'r^'Jy 1 5 0 
mg^S^^ : THF : 7K=2 : 1 : KDM^^^^Sm 1 1 

mmL. »sw7jc 10 0ml vmm^^s mmm'^s-ugv^muzo m 

EET{::^®^®*Ufct^> S C Gtil-ft U> ^ nnt^JUI.- / ^ J -JU 

-mX7y=^-77Y- (19 0:10:1) ^tB^J: ^^Mfe^ftttOiV- [[2- 
[3- (4 - t Kn^i^7>^-» 7x-;U] - 4 - > f-;l/- 5 -f-T'/ U 

^iSM 1 1 

2- [3- (1 -p<f-;u-4-h°^'; >?;i/y h^'>) 7x-;l/] - 4- h 
>J 7>'I/7fpy f-yuf-TV-^i'- 5 -:^;l/^C>^J^^;U3 3 Smg^x^J'y- 
;l/5mUC^^L. 1 N-NaOH7j<^?S^j!lP^> 6 0 "CTijaiiT^ 2. 5 

®*U/Co #^>n/caffif::i^'fbf-;i--7H m U DMF l?f5^to;i> TO^C 
T'MTs 2. SBffBm^^LTto Sf&^^i^lE^*'^> h;ux>itg^^^TO^ 
M©i?i^P^^ K<&#/c„ /T-':^>i^^i^7 4 Smg^DMF 

1 Om I 7X^'fk^ h U -^AS 1 2mg^iP;i. ^^^(CT 1 BtFalJi 

j4^u/co >i©fc®{r±iaffiM©M^o5-r KiDMF 6ni 1 (Dm^^^m^. 

;l/{CTffltilL> WM^s 7K^ ISfa:t^^7J<^CT)Ill«?l^^^^ S-NaT$£^ 
g^^®*t/c„ m*SCG(rTi|tM-r^Ci{rJ:i9> AT- [ [ 2 - 
[ 3 - ( 1 -/i-J]y- 4 - t°^U v7Uy h + ->) 7x— - 4 - h 'J 771/ 
;ro^f-7l/- 5 -^TyU7l/] ^'T-v'^l OOmg^ti'fegl 

2 9 
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mmm 1 2 

2- [ 3 - (3 - v^^f-^bT i y 7°P^+'» 7x^;H - 4-hU7;l/ 
;tD/ f-yl/f-TV'-^l^- 5 -;^;U7}^">^2 6 5 mg<£-THF 1 2m 1 iZ^M 

u CD 1 1 9 Gmg^m^. mmm-^r imMMWi^tzo R!tm^ms.m. 

I^Ls a»^DMF 12ml tr^j^L/Co ^^^''T-v? >:^^i^6 9 Omgy&^ 

3 0ml ^m^. St®?i^;l/3 Om 1 T3[IJtttt}^^ S -M gT'lS^U^Co 
MET(wM*^*U:^cm> M^^*SCG{r#b> p p - ^ y 
-Jl-nmry^e-TiK (90 : lO : l) SSfe^^a® (a) 

^_ [[2- [3- (S-'J/i-JlyTi /:fn7f.^i/) 7i-;U] - 4 - h U 

cti^/ ^yxjvt^ymvmmLx (b) n- [[2- [3- (3-v^yf-;i/ 

T^y 7'P^^+-» 7x-;l/] - 4- h'j7;U:tPy^>'U-5-f-TyU>'U] 
1 3 

3 - t e r t -7*h4-'>;^>'U*-;l^7^ y - 1 -7x-;U- 1 H- tf^^ 

-;i/-4 -7?7;i/^'>^2 0 omg^isffluuMi <^:ll1i{r^!^liIU^ str. 

^1 5 4mg^MU/;o C©ili*7 4 m g^y rJ^y PP^^v'I/A 
(1 : 19. v/v) 0ii.^^®{::SPx.. 1 N-N a OH7ic^^^<i:iaffi^^7K 

mg®iV- [ (3-7^ y- 1 -7x-yb- 1 H-t°7y-;U-4--r;b) 
^ 5 ~ 9 tr^-r^M^i] 1 4~4 5. 49~65. 67~82:5:0'85~91 

(D^t^mt. mmm i> 3 xi* 4 ^ mm^ ut> 46-43. e e . 

3 0 
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Ex. : «^J#-^> Rf : mm^. DAT : tSYb^M^^ Sal : tg. 

m/z : mm-m. (m/z) ^ : ffll^.. ME : CHj, . ET : (CHg)^ . PR : (012)3 - 

BU : (012)4 - PE : W5 > Pipe : hX'j ':/;k Ph : 7x^;k Quin : U v?-;k 

Th : f-J^;k BnMeN : Ky'JjV/i-Jl^T i J. Bute : 7*-r— ;k Pyrro : h°o U v'— ;k 

Boc : t e r t -7' h+v/^^kjC^v'k ZHN : Ky=^)W:^'^tl)\/if^)V7 1 7. 

Py : t°'J i^;k Im : 1 H-> f i ^7 U;k Morph : ^^;I/+^>J 7 > Tz : 1 H-x h^yU^k 

Thi : f-T V'U Cyp : tVk Fu : 7 U ;K iPr -.AVfu t°;k 

Pino : f^U v^y . Pipera : t°^7 v^— Com : 'fb'&W-^s 

SRf :$St;5"i* (^©M{rj;«9®itUcBu£B©«^J®#-^^^) > 

NMR: W^IX^^ WKDMSO-De. TMSf^SlW) 5: . 

NMR-1 : M^,|X^:57 h;U (CDC 1 3, TMSF^WP) <5: s 

TBDMSO : t e r t -7'f-;Uv^y f-;l/-> U y^^^'>^ 'BlO- Sul : >^>X;U5^> 
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^ 1 



Rf 


DAT 


1-a) 


xTAyTT) 1 • 1 ^Q/"iTJ A 1 GROW tn^ 0 Olt^ q\ 7 47014 A 9 7RnH<;'^ 4 lOr^Ht'i 4 3 
JNMK-1 . iJy\pj%l), l.yo{/>rl^m), Z.Z/f^ori,Sj, z.H/^^zn,y, z,./oyjn,:s)^ t.iu^^^j:i,iy, t.j 

6(2H,q), 7.01(lH,dd), 7.33(lH,t), I49-7.54(2H,m) 


1-b) 


m/z : 321IFAB, (M+H)1 


2-a) 


m/z:263[EI,Mt| 

NMR-1 : 1.39 (3H, t), 2.77 (3H, s), 4.36 (2H, q), 5.92 (2H, s), 6.85-7.57 (4H, m 

) 


2-b) 


m/z:363[FAB,(M+H)tl 

NMR-1 : 1.39 (3H, t), 1.62-1.89 (4H, m), 2.25 (6H, s), 2.36 (2H, t), 2.78 (3H, s) 
, 4.06 (2H, t), 4.36 (2H. q), 7.00 (IH, m), 7.33 (IH, t), 7.49-7.53 (2H, m) 


3 


m/z: 377 [FAB, (M+H)! 

NMR-1 : 1.39 (3H, t), 1.47-1.62 (4H, m), 1.84 (2H, m), 2.27 (6H, sX 2.34 (2H, t 
), 2.78 (3H, s), 4.04 (2H, t). 4.35 (2H, q). 6.97-7.10 (IH, m), 7.33 (IH, t), 7 
.49-7.52 (2H, m) 


4 


m/z:375[FAB,(M+H)tl 

NMR-1 : 1.37 - 1.53 (2H, m), 1.39 (3H, t), 1.74 - 2.10 (5H, m), 2.30 (3H, s), 2.78 (3H, s), 
2.85 - 2.97(2H,m), 3.85(2H,a),4.JXzri,q;, o.V^ isy\\\\%vs\}^ /.^d- 
7.57 (2H,m). 


5 


m/z: 461 [FAB, (M+H) j 

NMR-1 : 1.15 - 1.57 (4H, m), 1.39 (3H, t), 1.47 (9H, s), 1.76 - 2.10 (3H, mX 2.74 - 2.82 
(IH, m), 2.78 (3H, s), 3.88 (2H, d), 4.08 - 4.27 (IH, m), 4.36 (2H, q), 6.94 - 7.03 (IH, 
m), 7.34 (IH, t), 7.46 - 7.56 (2H, m). 


6 


m/z: 387 [FAB, (M+H)"] 

NMR-1 : 1.39 (3H, t), 1.52 - 1.63 (6H, m), 2.78 (3H, s), 2.92 - 3.01 (6H, m), 3.68 (2H, s), 
4.36 (2H, q), 6.94 - 7.04 (IH, m), 7.33 (IH, t), 7.46 - 7.55 (2H, m). 


7-a) 


NMR-1 : 1.39 (3H, tX 2.77 (3H, sX 3.80 (2H, brsX 4.35 (2H, qX 6.73 - 6.82 (IH, m), 7.17 - 
7.36(3H,mX 


7-b) 


m/z:362[FAB,(M^tl 

NMR-1 : 1.39 (3H,tX2.40(6H,sX 2.53 (2H,ddX 2.66 (2H,ddX 2.78 (3H,sX4.35(2H,qX 
7.38 (IH, tX 7.62 - 7.76 (2H, mX 8.06 (IH, tX 11.08 (IH, brsX 


8 


m/z:388[FAB,(M+H)1 

NMR-1 : 1.39 (3H, tX 1.66 - 2.17 (6H, mX 2.20 - 2.37 (IH, mX 2.32 (3H, sX 2.77 (3H, sX 
2.90 - 3.07 (2H, mX 4.35 (2ti qX 7.36 (IH, brsX 7.40 (IH, tX 7.63 - 7.78 (2H, mX 

O f\r\ O 1 A /ITT ..«.\ 

8.09- 8.14 (Irtm). 


9 


/ 1 1 o rT7 AT* r\ jC I T T\"^ 

m/z: 318 [FAB, (M+H) J 

NlUR'132nRn 437C2Ra) 700(lRm) 737 (IKt) 7 43-7 49 (2H, ml 9.96 (IH 
s) 


10 


m/z:403[FAB,(M+H)T 

NMR : 1.39(3H,tX 2.09-2.24(2H,mX 231(6H,sX 2.55-2.72(2H,mX 4.21-4.47(4H,mX 6.97- 
7.15(2H,m), 7.32-7.42(lH,mX 8.38-8.49(lH,m) 


11 


NMR : 2.09-218(2H,mX 2.83(6H,sX 3.26-3.34(2H,mX4.19(2H.tX 7.01-7. 12(lH,mX 7.43- 
7.50(3H,m) 


1241) 


NMR-1 : 226(6HsX 3.42(2H,sX 6.88-7.06(2H,mX 714-7.53(6H.m) 


12-b) 


m/z:369rFAB,(M+H)1 
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13-») 


NMR : 2.46(3H,sX 2.65(3H,s), 7.35-7.48(3H,m), 7.91-8.01(lH,m) 


13-b) 


NMR : 2.44(3H,s),2.50(3H,s),7.26-7.39(3H,m),7.42-7.57(2H^) 


14 


NMR : 1.3 1 (3H, t), 1.46 - 1.66 (2H, m), 1 .85 - 2.17 (3H, m), 2.70 (3H, s), 2.81 - 3.00 (2H, m), 
3.20 - 3.37 (2H, m), 3.96 (2H, d), 4.3 1 (2H, q), 7.13 (IH, d), 7.44 (IH, % 7.50 (IH, % 7.57 
(IH, d),8.82(lH,bre),9.16(mbre). 


15 


NMR: 1.40 (3H,t), 1.55-1.74(4H,mX2.75CJH,s), 2.80-2.89 (2H,m),3.78-3.86(2Hm), 
4.23 (2H, q), 5.17 (2H, s), 735(5H s), 7.43 - 7.54 (3H, m), 7.65 - 7.73 (lUmX 9.12 (IH, 
s). 


IM 


NMR-1 : 1.57 - IJl (2H, m), 2.20 - 2.35 (4H, m), 222 (6H, s), 5.79 (IH, dt), 6.39 
(IH dX 7.38 - 7.62 (4H m). 


16-b) 


NMR-1 ; 129 - 1.41 (2H, m), 1.42- 1.56 (2H, m), 1.57 - 1.71 (2H, m), 221 (6H, sX 221 - 227 

(2H. m), 2.65 (2H, t), 7.33 - 7.51 (4H, m). 


16-c) 


NMR-1 : 1.37-1. 52 (2H,mX 1.41 (3H,tX 1.68- 1.84 (2H,mX 1.65-2J20(2H,inXz./z(zH,tX 
276 - 284 (6H, dX 2.87 (3H, sX 294 - 3.10 (2H, mX 4.38 (2H, qX 7.28 - 7.44 (2H, mX 
7.77 (IH, dX 8.03 (IH, s> 


17-a) 


NMR-1 : 222 (6H. sX 236 - 252 (4H, mX 5.81 (IH, dtX 6.45 (IH, d). 7.39 - 7.59 (4H, mX 


17-b) 


x» xTx ^ rs /yTT \ ^ ^1 /ATT \ ^ f^A /ITT .«^\ £. ylO /ITT J\ T 10 /ITT a\ T yl'7 

NMR-1 : 2.27 (6H, sX 2.37 - 2.51 (4H, mX 6.24 - 6.36 (IH, mX 6.42 (IH, dX 7.38 (IH, tX /.4 / 
(IHdtX 7.55 (IHdtX 7.61 (iHtX 


17-c) 


NMR-1 : 1 .46 - 1 .73 (4H mX 2.29 (6H s), 2.38 (2H, tX 2.64 (2H, tX 7.04 - 726 (4H, mX 


17-<0 


NMR-1 : 1.40 (3H, tX 278 (3H, sX 275-3.01(8H, mX 3.05 - 3.22 (2H, mX 436 (2H, qX 5.64 - 
5.82 (IH, mX 669 (IH, dX 7.37 (IH dX 7.47 (IH, tX 7.82 (IH dX 7.86 (IH, sX 


17-e) 


NMR-1 : 1.40(3H,tX2.79(3H,sX2.80-2.95(8H,mX3.08-3.2J(2H,mX4.36(2H,q).6.16- 

J' rt-r T \ ^ /tTT J\ ^7 O ^ C 1 /^T T \ ^ 01 /ITT J\ ^ rtC /1TJr «\ 

6.32 (IH mX 6.61 (IH dX 7J5 - 7.51 (2H mX 7.81 (IH d), 7.95 (IH sX 


17-0 


NMR-1 : 1.19- 1.36 (2HmX 139(3HtX 1.62- 1.89 (4H mX 2.61 (6HbisX 2.66 - 2.83 (2H 
mX 278 (3H sX 4.36 (2H qX 725 - 7.32 (IH m), 737 (IH tX 7.72 - 7.84 (2H m). 


18-a) 


NMR : 1 .44 (3H tX 255 (3H sX 4.40 (2H q), 539 (2H sX 7.10-7.16 (IH mX 733-7.49 (6H 
mX 7.53-7.60 (2Hni) 


184i) 


NMR-1 : 1.45(3HtX2.52(3HsX4.42(2HqX6.25(lHhrX6.95-6.99(lHmX 726-735 
(IH mX 7.59 - 7.60 (IH ny. 7.64 - 7.67 (IH m) 


19 


NMR-1 : 1.38 (3H tX 1 92 - 205 (2H mX 226 (6H sX 247 (2H tX 2.55 (3H sX 4.08 (2H tX 
432 (2H qX 6.81 - 6.89 (IH mX 7. 1 7 - 738 (3H mX 832 (IH sX 


2a-a) 


NMR-1 : 1.45 (3H tX 261 (3H sX 3.90 (3H sX 4.46 (2H qX 6.89^.96 (IH mX 737 (IH t), 

/.DO y lOjl;, /.O hi. It ^iJi, inj 


2(H)) 


NMR-1 : 1 .44 (3H tX 2.61 (3H sX 4.46 (2H q), 682-6.89 (IH mX 7.34 (IH tX 7.61 (IH tX 
7.65-7.71 (IHm) 


21-a) 


NMR-1 : 1.44 (3H tX 260 (3H sX 4.46 (2H qX 6.65-6.70 (IH mX 724 (IH tX 7.43 (IHtX 
7.44-7.49 (lH,m) 


21-b) 


NMR-1 : 1.44 (3H tX 2.61 (3H sX 3.09 (3H sX 3.49 (2H tX 3.80 (2H tX 4.45 (2H q), 6.67- 
673 (IH mX 7.26-7.34 (IH mX 7.39 (IHtX 7.41-747 (IH m) 
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0 



Rf R' 






DAT 


SRf 


23 


3-[(Me)2N-ET-0 
>Pb- 


Me 


H 


m^z : 307[FAB, (M+H)"| 


14)) 


24 


4-[(Me)2N-PR-0 
T-Ph- 


Me 


H 


nife321[FAB,(M+H)'] 


1 


25 


3-[(Me)2N-PR-0 


Et 


Me 


NMR-1 : 1.35 (3H, i), 2.31 - 2.46 (ZEi, mX 2.77 ( 
6H, s), 3.07 - 3.23 (2H, m), 3.20 (2H, ca 3.9 
0 (3H, s), 4.17 (2H, tX 6.94 - 7.02 (IH, m), 
7.36 (IH, t), 7.50 - 7.58 (2H, m). 


1 


26 


3-(BniMeN-BU- 
0}-Ph- 


Me 


a 


NMR-1 : 1.39 (3H, t), 1.65-1.90 (4H, m), 221 (3 
H s), 2.44 (2H, t), 2.78 (3H, sX 3.50 OH, i), 
4.03 (2H, tX 4.35 (2H, q), 695-7.01 (IH, m) 
, 721-7.52 (8H, m) 


2*) 


27 


3-[^KMe)2N- 
(2-Bute>0>Ph- 


Me 


Et 


MMR-1 : 1.39 (M, tX 224 (6H, sX 278 (3H, sX 2.98 
(2H, dX 4.36 (2H, q), 4.61 (2H, dX 5.83-5.96 (2H 
mX 7.0O-7.04 (IH, mX 734 (IH, tX 7.50-7.55 (2H, 
m) 


2-b) 


28 


3-^N-BlK)> 
Ph- 


Me 


Et 


NMR : 1.39 (3H, tX 1.55-1.73 (4H, m), 272 (3H, sX 
289-294 (2H, mX 3.90-3.98 (2H mX4.29(2ti qX 
7.40-7.52 (3H, mX 7.66-7.73 (IH, m) 


2-b) 


29 


3-<CN-MEO> 
Ph- 


Me 


a 


NMR-1 : 1.40 (3H, tX 279 (3H, sX 4.36 (2H. q), 4.86 
(2H, sX 7.06 - 7.14 (IH, mX 7.43 (IH, tX 7.60 - 
7.69 (2HmX 


2-b) 


30 


4-[(Me)2N-PR-0 
]-2-F-Ph- 


Me 


a 


NMR-1 : 1.39 (3H, tX 1.98 (2H, mX 2.26 (6H, sX 2.45 
(2H, tX 2.78 (3H sX 4.07 (ZH, tX 4.35 (2H, qX 
6.71-6.83 (2HmX 821 (lH,t) 


2 


31 


3-[(l-M6-3-Pipe> 
M&0]-Ph- 


Me 


a 


NMR-1 : 1.08-1.31 (IH, mX 1.39 (3H, tX 1.60 - 227 
(6H, mX 230 (3H, sX 271 - 286 (IH, mX 278 
(3H, sX 293 - 3.05 (IH, mX 3.83 - 3.98 (2H, mX 
4 35 (2H, qX 6.96 - 7.M (IH, mX 7.28 - 7.72 (3H, 
mX 


4 


32 


3-[(l-Me4-Pipe> 
0]-Ph- 


Me 


Et 


NMR-1 ; 1.39 (3H, tX 1.76 - 214 (4H mX 231 - 240 
(2H, mX 233 (3H, sX 264 - 2.76 (2H, mX 278 
(3H, sX 4.35 (2H, q), 438 - 4.50 (lli mX 6.97 - 
7.05 (IH, mX 7.34 (IH, tX 7.46 - 7.57 (2H, m). 


4 


33 


3-[(l-M&-2-PyiTO 
>Er-0]-Ph- 


Me 


Et 


NMR-1 ; 1.39(3H,tX 1.51 - 235 (8H, mX 237 (3H, sX 
278 (3H sX 3.M - 3. 16 (IH, mX 4.02 - 4. 19 (2H, 
mX 4.35 (2H q), 6.96 - 7.04 (IH, mX 7.34 (IH, tX 
7.47- 7.56 (2H,mX 


4 
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34 


3.[(4.Py>ME-0] 
-Ph- 


Me 


Et 


NMR-1 : 1.39 (3H, t), 2.79 (3H, s), 4.36 (2H, q), 5.17 
(2H, s), 7.03 - 7.11 OH ml 738 (2H, d), 7.42 - 
7.72 (3H,m), 8,64 (2H,d). 


4 


35 


3-[(l-MM- 
Pipe>ET-0}-Ph- 


Me 


Et 


NMR-1 . 1.30 - zui (yti, ny, i.jy (jh, v, z.// s;, 
2.78 (3H, si 2.80 - 2.91 (2H, m), 4.08 (2H, t), 4.35 
(2H, q), 6.95 - 7.03 (IH, mX 733 (lli t), 7.46 - 
7.54 (2H;m). 


A 


36 


3-[(l-Me-2- 
Rpe>-Er-0>Ph- 


Me 


Et 


NMR-1 : 120-227(10H,m), 1.39 (3H,t), 2.32 (3H,S), 
2.78 (3H, si 2.79 - 292 (IH, m), 4.05 - 4.17 (2H, 
m), 435 (2H, q), 6.96 - 7.05 (IH, m), 7.33 (IH, t), 
7.46- 7.56 (2H,m). 


A 


37 


3-[(2-Py>Er-0]- 
Ph- 


Me 


Et 


NMR-1 : 1.39 (3H, tX 2.77 (3^ s), 329 (2H, t), 4.35 
(2H, q), 4.45 (2H, t), 7.00 (IH mX 7.16 (IH, mX 
7.26-7.35 (2H, m), 7.48-7.54 (2H, mX 7.63 (IH, 


4 


38 


3-(Br-Er-0> 
Pl> 


Me 


Et 


NMR-1 : 1.39 (3H, tX 278 (3H, sX 3.67 (2H, tX 4.36 
(2H, qX 438 (2H, tX 6.99 - 7.07 (IH, mX 7.36 (IH, 


4 


39 


3-CrBDMS(> 
BlW)>Ph- 


Me 


Et 


NMR : 0.01 (3H, sX 0.04 (3H, sX 0.83-0.85 (9H, mX 
1.30(3H,tX 1.76-1.84(4H, mX2.71 (3H,sX3.51 
(2H,tX4.00(2H,tX 429(2H,qX 6.92-^.95(lH, 
mX 727 (IH, tX / .43- /.4o (zM, ID) 


2-b) 


40 


3-{(Me)2N-Er- 
SQrHN]-Ph- 


Me 


Et 


NMR-1 : 1.39 (3H, tX 2.32 (6H, sX 277 (3H. sX 288 
(2H, tX 320 (2H, tX 4.36 (2H, q), 7.34 - 7.46 (2H, 
mX 7.67- 7.81 (2H,mX 


7-b) 


41 


3-[(l-M&4JSpe>- 
MErO>Ph- 




Et 


NMR-1 : 1.40 - 1.57 (2H, mX 1.41 (3H tX 1-69 - 2.14 
(SH; mX 232 (3H, sX 289 - 3.00 (2H. mX 3.88 
(2H; dX 4.41 (2H, qX 7.00 - 7.08 (IH, mX 7.30 - 
7.56 (3H, ml 


4 


42 


3-[(l-M&4-Pipe}- 
0>Pb- 


CF, 


B 


NMR-1 : 1.41 (3H tX 1.79 - 1.96 (2H, mX 1.97 - 212 
(2H, mX 228 - 2.44 (2H, mX 2.33 (3H, sX 2.63 - 

mX 737 (IH, tX 7.47 - 7.57 (2H, mX 


4 


43 


3-[(Me)2N-ET-0 

yph- 


CFj 


Et 


NMR-1 : 1.41 (3H, tX 236 (6H, sX 277 (2H, tX 415 
(2H, tX 4.42 (zH, qX /.uy \in, m), ^IH, 
7.51-7.58 (2H,m) 


2-b) 


44 


3-[(Me)2N-BU-0 
]-Ph- 


CF3 


Et 


NMR : 137 (3H, tX 1.90 - 221 (4H, mX 233 (6H, sX 
252-2,71 (2H, mX 4.224.47 (4H, mX 7.01 - 7.13 
f2Hm^ 731-740nH.m)839-849(lH,mX 


24)) 


45 


3-[(Me)2N-BU-0 
>Ph- 


CF3 


H 


NMR : 1.98-2.22 (4H, mX 2.88 (6^ sX 3.19 - 327 (2H 
mX412(2H,tX 7.00 - 7.09 (lH,mX 7.43 -7.53 
(3H,m) 


11 


59 


3-[(l-M6-2- 
Pyrro>-ET-0]-Ph 


CF3 


Et 


NMR-1 : 1.20 - 2.45 (8H, mX 1 41 (3H, tX 237 (3H, sX 
3.05 - 3.17 (IH, mX 4.02 - 421 (2H, mX 442 (2H, 
q), 7.01 - 7.11 (IH, mX 7.37 (IH, tX 7.50 - 7.55 
(2a mX 


4 
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60 


3-[(l-Me-3- 
Pipe>M&0]-Ph- 


CFj 


a 


NMR-1 : 1.05 - 1.33 (IH, m), 1.41 (3H, t), 1.53 - 2.27 
(6B, ml 2.30 (3H, s), 2.69 - 2.83 (IH, m), 2.90 - 
3.03 (IH, m), 3.83 - 3.98 (2H, m), 4.42 (2H, q), 
7.00 - 710 (IH, mX 7.36 (IH, t), 7.48 - 7.58 (2H, 
m). 


4 


61 


3-[(Me)2N-ET-0 


Me 


R 


NMR-1 : 1.39 (3H t), 2.29 (6H, s), 2.56 (2H, tX 278 
(3H, sX 3.63 - 3.73 (2Ii mX 3.85 (2H, tX 4.11 - 
4.25 (2H, mX 4.35 (2H, q), 6.98 - 7.07 (IH, mX 
7.39 (IH, tX 7.48 - 7.57 (2H mX 


A 


62 


5-NHr2-M&Ph- 


Me 


Et 


NMR-1 : 1.39 (3H, tX 2.48 (3jH, sX 2.79 sX i.oo 
(2H, bisX 4.36 (2H, q), 6.70 (IH, ddX 7.08 (IH, d), 
7.18 (lH,d). 


7-a) 


63 


2-Me-5-[(Me)2N- 
Er-CO-HN]-Pb- 


Me 


a 


NMR-1 : 1.39 (3H, tX 237 (6H, sX 2.46 - 2.53 (2H, mX 
2.53 (3H sX 2.61 - 2.68 (2H, mX 2.79 (3H, s), 4.36 
(2H, qX 7.23 (IH, dX 7.61 (IH, ddX 7.83 (IH, dX 
10.94 (lH,sX 


7-b) 


64 


2-MeH5-[^e)2N- 
PR-COHN]-Ph- 


Me 


R 


NMR-1 : 1.39 (3H, tX 180 - 1.93 (2H, mX 2.32 (6^ s), 
2.41 - 2.57 (4H, mX 2.55 (3H, sX 2.78 (3H, sX 4.36 
(2H, qX 7.23 (m dX 7.64 (IH ddX 7.91 (IH, dX 
10.06 (lH,sX 


74)) 


65 


3-Mt-2-]Vfo-Ph- 


Me 


H 


NMR-1 : 139 (3H tX 2.32 (3H, sX 2.80 PH, sX 3.77 
(2H, breX 4.36 (2H, q), 6.79 (IH, ddX 7.00 (IH 
ddX7.08(lH.tX 


7-a) 


66 


2-M&-3-[(Me)2N- 
ET-CQ-HNI-Ph- 


Me 


R 


NMR-1 : 1.39 (3H, tX 2.37 (6H, sX 2.40 (3H, sX 2.54 - 
2.63 (2H, mX 2.65 - 2.74 (2H, mX 280 (3H, sX 
436 (2H, q), 723 - 7.35 (2H, mX 822 (IH, dX 

1 1 n^nj4 c^ 
1 i.uo^iri, sj. 


74)) 


67 


2-Me-3-[(Me)2N- 
PR-00-HN]-Ph- 


Me 


R 


NMR-1 : 1.39(3H,tX 1.84- 1.99 (2H,mX 2.26 (6H;sX 
2.42 (3H, sX 238 - 2.49 (2H, mX 250 - 259 (2H, 
mX 2.80 (3H sX 437 (2H, qX 7.28 (IH tX 7.42 
(IHdX 7.84 (IHdX 8.83 (IHsX 


74)) 


68 


3-[0VIe)2N-ET-O 
l-Ph- 


Me 


R 


NMR-1 : 139(3HtX 2.36(6H,sX 276(2HtX 278(3H 
,sX 4.15(2HtX 4.36(2HqX 6.96-7.60(4Ht) 


1^) 
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pf 




JIV 


Ra 


DAT 


SRf 


46 


3-[(Me)2N-PR- 
0]-Ph- 


Me 


Et 


NMR-1 : 1.41 (3H,tX2.03-2.16(2H,m),250(6H,s), 
2.52 (3H, s), 3.54 (2H, t), 4.26 (2H. tX 4.41 (2H, q), 
7.06-7.10 (IH, m), 7.41-7.47 (IH, mX 7.60-7.64 
(in m), 7.78-7.82 (in m) 


2-b) 


47 


3-[(Me)2N-i5U- 
0}fli- 


Me 


tx 


INlviiv-l . 1 .jy vyri, V, 1 lo yrn, ny, ypriy a^, 
2.60 (3H, sX 3.63 (2H, tX 4.31 (2H, tX 4.44 (2H, q), 
7.107.15 (IH, mX 737-7.43 (IH, mX 7.68-7.70 
(lH,mX 7.73-7.75 (lH,m) 




48 


3-[(Et)2N-BU-0 
J-Ph- 


Me 


Et 


NMR-1 : 1.12-1.18 (6H,mX 1.42(3H,tX 1.89-2.13 (4H, 
ny, JJ-Z.OU ^'♦n, in/, z.oj \ Jn, j.kkt i/, 
4.26 (2H, tX 4.45 (2H, qX 7.06-7. 1 1 (IH, mX 732- 
7.40 (IH mX 7.66-7.70 (IH, mX 7.74-7.76(lH, m) 


2b) 


49 


3-[(l-Pym)>BU 
-OJ-rn- 


Me 


Et 


NMR-1 : 128-1.34 (4H,mX 1.44(3HtX 1.65-1.72(2H, 

4.17 (2H mX 4.40 (2H, qX 7.10-7.15 (IH, mX 
736-7.42 (IH, mX 7.63-7.69 (IH, mX 7.75-7.78 
\in, ni; 


2-4)) 


50 


3-(Morph-BU- 
0>Ph- 


Me 


B 


NMR-1 : 1.45(3H,tX 1.82-1. 89 (4HmX 320-324 (2H, 
mX 3.42 (3H, sX 3.6&-3.73 (4H mX 3.90-3.94 (2H, 
mX 4.04-4.09 (4H, mX 4.45 (2H, qX 7.01-7.07 (IH, 

7.78 (lH;m) 


2-b) 


51 


3-[(l-Im>PR-0 
>Ph- 


Me 


Et 


NMR-1 : 1.43(3H,tX2.0&-219(2H,mX2.52(3H,sX 
3.53 (2H, tX 4.18 (2H, tX 4.39 (2H, qX 7.15-7.19 
(IH, mX 7.49-7.54 (IH, mX 7.68 (2H, mX 7.77- 
7.81 (2HmX 9.16 (lH,s) 


2-b) 


52 


2-[(Me)2N-ET- 
0>Pb- 


Me 


Et 


NMR-1 : 1.42 (3H, tX 237 (6H, sX 259 (3H, sX 288 
(2H, tX 421 (2H, tX 438 (2H, q), 7.01-7.07 (2H 
mX 7.41-7.47 (IH mX 8.01-8.04(1H, m) 


18, 
2-b) 


S3 


2-[(Me)2N-PR- 
0}Ph- 


Me 


Et 


NMR-1 : 1.41 (3H, tX 1.98-2.09 (2H mX 226 (6H, i), 
255 (3H, sX 257-259 (2H mX 4.16 (2H, tX 4.39 
(2H, q), 7.00-7.05 (2H, mX 7.40-7.46 (IH, mX 
7.99^.02 (lH,m) 


18, 
2-b) 


54 


2-((Me)2N-BU- 
0]-Ph- 


Me 


Et 


NMR-1 : 1.34-1.43 (3H, mX 1.68-1.77 (2H, mX 1.88- 
1.99 (2H, mX 221 (6H, sX 231-2.36 (2H, mX 254 
(3H, sX 4.12 (2H tX 4.334.43 (2H, mX 6.99-7.05 
(2H mX 7.40-7.46 (IH, mX 7.99-8.03 (IH, m) 


18, 
2-b) 
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0 

Pv^O-Ra 
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Rf 


R' 






Ra 


DAT 


SRf 


22 


S-OizN-Ph- 


H 


CMe 


Et 


NMR-1 : 1.39 (3H, t), 2.66 (3H, s), 435 (2H, qX 
7.72 (IH, t), 7.81-7.86 (IH, m), 8.08 (IH, s), 
8.29^.38 (2Hm) 




55 


3-[(l-Me4-Pipe 
>ME-0]-Ph- 


Me 


N 


Et 


NMR-1: 1.20-230 (7H, ml 1.45 (3H, t), 2.34 (3H 
s), 2.61 (3H, s), 2.88-3.02 (2H, mX 3.86-3.94 
(2H, m), 4.46 (2H, q), 6.87-6.97 (IH, m), 7.35 
(lH,tX 7.59-7.70 (2H,m) 


4 


56 


3-(Br-ME-C0- 
HNVPb- 


Me 


N 


Et 


NMR : 1.35 (3H, t), 2.55 (3H, s), 4.08 (2H, sX 4.38 
(2H, qX 7.54 (IH, tX 7.60-7.66 (IH. mX 7.72- 
7.78 (IHmX 8.43 (IHt) 


74)) 


57 


3-(Br-M&Ca 
MdvI>Ph- 


Me 


N 


Et 


NMR-l : 1.45 (3H. tX 263 (3H, sX 3.36 (3H, sX 
3.72 (2H, sX 4.47 (2H, q), 731-7.36 (IH mX 
7.58 (lH,tX 8.07 (IH, tX 8. 13-S.20 (IH, m) 


74)) 


58 


3-[(l-Tz>ME- 
CO-HN}J>h- 


Me 


N 


Et 


NMR : 134 (3H, tX 2.54 (3H, sX 4.37 (2H, qX 5.54 
(2H, sX 7.51-7.64 (2H, mX 7.73-7.79 (IH, mX 
8.44 (lH,tX 9.45 (1H.S) 


7-b) 


69 


3-MeO-Pb- 


H 


CMe 


B 


NMR-l : 138 (3H tX 158 (3H, sX 3.85 (3H, sX 
4.33 (2H, q), 6.96-7.01 (3H, mX 7.36-7.43 
(lH,mX8.Q2(lH.s) 


22 


70 


3-H2N-Ph- 


H 


CMe 


e 


NMR-1 : 137 (3H, tX 2.56 (3H, sX 4.32 (2H, qX 
670^.77 (3H, mX 720-7.27 (IH, mX 8.00 
(IHs) 


7-a) 


71 


3-[Br-M&€0- 
HN>Ph- 


H 


CMe 


Et 


NMR-1 : 138 (3H, tX 261 (3H, sX 4.04 (2H, sX 
4.33 (2H, q). 724-7.27 (IH, mX 7.48 (IH, tX 
7.55-7.61 (IH, mX 7.74-7.79 (IH, mX 8.04 
(IHs) 


7-b) 



0 NHj 



R2 



Ex. 


R'- 




Sal 


DAT 


1 


2-Th 


Me 


HCl 


m/z: 267 [FAB, (M+H)"] 

NMR: 268 (3H, sX 7.24 (IH, ddX 7,79 (IH, dX 7,88 (1 
H, dX 8,59 (4H, brsX 11. 77 (IH, bis) 
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2-b) 


3-[(Me)2N-PR- 
0]-Ph 


Me 


Sul 


m/z; 362 [FAB, (M+H)1, 458 [FAB.CM+CHsSQjH +H)1 
NMR: 2.09-2.18 (2H, m), 2.35 (3H, s), 2.70 (3Ii s), 2.8 
4 (6H, s), 3.23-3.29 (2H, m), 4.14 (2H, t), 7.07 (1 
H, dd), 7.42 (IH, t), 7.46-7.50 (2H, m). 9.40 (IH, 
brs) 


3-b) 


3-[(Me)2N-BU- 
0]-Ph 


Me 


Sul 


nVz: 376 [FAB, (M+H) J, 472 [FAB,(M-+CH3SC)3H +H) J 
NMR; 1.75-1.85 (4H, brm), 2.36 (3H, s), 2.70 (3H, s), 2 
.79 (6H, s), 3.10-3.16 (2H, brm), 4.06-4.11 (2H, br 
m), 7.04-7.09 (IH, m), 7.38-7.49 (3H, m) 


4 


3-[(l-Me-3- 

Pipe)-ME-0]- 

Ph 


Me 


Sul 


m/z: 388 [FAB, (M+H)*] 

NMR; 1.20-4.14 (IIH, m), 2.31 (3H, s). 2.69 (3H, s), 2. 
82 (3H, s), 7.04-7.10 (IH, m), 7.38-7.50 (3H, m) 


5-a) 


3-[(Me)2N-PE- 
0]-Ph 


Me 


Sul 


m/z: 390 [FAB, (M+H)l 486 [FAB,(M4€H3S05H -m)"] 
NMR 1.47 (2H, m), 1.65-1.83 (4H, m). 2.36 (3H, s), 2. 
70 (irl, S), z./o ^orl, Sj, j.V^-^.lu m), {z, 
H, t), 7.06 (IH, dd), 7.37-7.48 (3H, m) 


5-b) 


3-[(l-Me-4- 

Pipe)-ME-0]- 

Ph 


Me 


Sul 


mp.:225-22^C 

NMR 1.49-1.56 (2H, m), 1.95-2.05 (3H, m), 2.30 (3H, s 
), 2.70 (3H, s), 2.77 (3H, s), 2.96-2.99 (2H, m), 3.4 
5-3.50 (2H, m), 3.94-3.99 (2H, m), 7.05-7.08 (IH, 
m), 7.38-7.49 (3H, m) 


5-c) 


3-(4-Quin-ME- 
0)-Ph 


Me 


2Sul 


m/r 400 [FAB, (M+H)*] 

NMR 1.79-1.87 (6H, m), 2.36 (6H, s), 2.70 (3H, s), 3.2 
8-3.37 (6H, m), 3.91 (2H, s), 7.12- 7.19(1H, m), 7. 
43-7.57 (3H. m) 


5-d) 


3-[(Me)2N-ET- 
CO-HN]-Ph 


Me 


Sul 


m/z: 375 [FAB, (M+H)*] 

NMR 2.32 (3H, s), 2.69 (3H, s), 2.83 (6H, s), 2.86 (2H 
, t), 3.39 (2H. t), 7.44 (IH, t), 7.57-7.65 (2H, m), 8 
.37 (IH s), 10.41 (IH. s) 


5-e) 


3-[(l-Me-4- 

Pipe)-CO-HN]- 

Ph 


Me 


Sul 


m/z: 401 [FAB, (M+H)*] 

NMR: 1.70-2.14 (4H, m), 2.32 (3H, s), 2.50-2.72 (IH, m 
), 2.o9 (3x1, Sj, AoU \pT\ Sj, zyj~j.\j/ y/.t% ui), j.h 
3-3.57 (2H, m), 7.42 (IH, tX 7.54-7,66 (2H, m), 8.3 
7 (IH. s), 10.26 (IH, s) 


6 


3-(5-T2-ME- 
0)-Ph 


Me 




mp.:258-259°C 

NMR 2.70 (3H, s), 5.30 (2H, s), 6.96 (5H, brs), 7.12-7. 
21 (IH, m), 7.38 (IH, t), 7.45-7.52 (IH, m), 7.53-7. 
60 (IH, m) 


7 


3-(l-Im-ET-0)- 
Ph 


Me 


- 


m/z: 371 [FAB, (M+H)*] 

NMR (CDsOD) 2.74 (3H, s\ 4.33 (2H, t), 4.46 (2H, t), 
byQ (Ixi, SJ, o.yy-/.Uo (IH, m;, /.Zj (iri, s;, /.jo 
(IH, t), 7.44-7.52 (2H, m), 7.75 (IH, s) 


8 


3-(4-Pipe-ME- 
0)-Ph- 


Me 


1.25 
Sul 


m/z: 374 [FAB, (M+H)*] 

NMR: 1.41-1.59 (2H, m), 1.90-1.99 (2H, m), 2.00-2.17 ( 
IH, m), 2.33 (3.75H, s), 2.70 (3H, s), 2.86-3.03 (2 
H, m), 3.18-3.40 (2H, m), 3.96 (2H, d), 7.03-7.14 ( 
IH m), 7.39-7.52 (3H m) 
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9 


3-(H2N-BU-0)- 
Ph 


Me 




m/z: 348 [FAB, (M+H)*] 

NMR: 1.59-1.76 (4H, m), 2.75 (3H, s), 2.92-2.97 (2H, m 
), 3.88-3.98 (2H, m), 7.42-7.57 (3H, m), 7.66-7.73 ( 
IH, m) 


10 


3-(HO-BU-0)- 
Ph 


Me 


- 


m/z: 349 [FAB, (M+H)T 

NMR 1.78-1.85 (4H, m), 2.75 (3H. s), 3.44 (ZH, t), 3.8 
9 (2Ii t), 6.98-7.03 (IH, m), 7.28-7.33 (IH, m), 7.4 
2-7.45(2H, m) 


11 


3-[(l-Me-4- 

Pipe)-ME-0]- 

Ph 


CFj 


- 


m/z: 442 [FAB, (M+H)"] 

NMR (CDsOD) 1.34-1.49 (2H, m), 1.69-2.10 (3H, m), 2 

.21 (JH, s), Z.lo-lyl (Jj±, J-iy-j-^y ni;, 
3.84 (2H, d), 6.94-7.01 (IH, m), 7.29 (IH, t), 7.38- 
/.4o (Zo, nij 


12- 
") 


Ol-Ph- 

V/J 1. il 






rilp.. Z 1 1 D V.^ 

NMR- 2 12-217 QR m'i 239 ^6R s") 2 84 f6R s) 3 2 
3-3.30 (2H, m), 4.17 (2H, t), 7.02-7.23 (IH, m),7.50 
-761 GH. m) 832 (3H. br) 9.38 (IH, br) 


14 


3-Pv 


Me 


2HC1 


NMR 2.76 (3H, s). 7.83 (IH, ddX 8.60 (IH, m), 8.76 ( 
4H hrs), 8.87 (IH. dd), 9.25 (IH, d) 


15 


Ph 


Me 


HCl 


mp.:237-241'C 


16 


2-Cl-Ph 


Me 


Sul 


mp.: 237-239^0 


17 


2-MeO-Ph 


Me 


Sul 


NMR 2.42 (3H, s), 2.71 (3H, s), 4.09 (3H, s), 7.16 (IH 
, m), 7.33 (IH, d), 7.58 (IH, m), 8.35 (IH, dd) 


18 


2-Me-Ph 


Me 


Sul 


mp.: 232-233^0 


19 


3-MeO-Ph 


Me 


Sul 


mp.:227-229°C 


20 


3-Me-Ph 


Me 


C..1 


IT^.: 242-243X3 


21 


2-MeS02-Ph 


Me 


Sul 


NMR 2.34 (3H, s), 2.71 (3H, s), 3.54 (3H, s), 7.75-7.80 
(IH, m), 7.85-7.94 (2H, m), 8.15-8.19 (IH, m), 11. 

23 (IH, brs) 


22 


3-[(Me)2N-ET- 

UJ-rn 


Me 


Sul 


NMR: 2. J J (jxl, Sj, z. /U {jri^ S), z.oo ^Orl, S), j.j^ y/si 
441 C2H 714 CIH dd) 745 flH. t) 750- 
7.56 (2H, m), 9.61 (IH, brs) 




J - - Vic ^2i^ 

ME]-Ph-0]-Ph 






NMR- 269 (3hL s\ 2 70 (61L s) 427 (2^ d) 7 18 (2 
H, d), 7.27 (IH, ddX 7.56-7.78 (5H, m), 10.77 (IH, 
brs), 11.96 (IH, brs) 








OUl 


Tup.. ahZ-zMj V-/ 


25 


2-Py 


Me 


Sul 


mp.:246-24rc 


26 


4-[(Me)2N-PR- 
0|-Ph 


Me 


Sul 


mp.: 164-16rC 


27 


3-[(Me)2N-PR- 
0]-Ph 


Et 


Sul 


NMR 1.23 (3H, t), 2.09-2.16 (2H, m), 2.33 {3H, s), 2.8 
3 (6H, s), 3.18 (2H, q), 3.23-3.29 (2H, m), 4.14 (2 
H, t), 7.05-7.09 (IH m), 7.39-7.52 (3H, m) 


28 


3-(BnMeN-BU- 
0)-Ph 


Me 


Sul 


NMR 1.75-2.00 (4H, brm), 2.38 (3H, s), 2.70 (3H, s), 2 
.71 (3H, s), 3.00-3.27 (2H, brm), 4.08 (2H, t), 4,17- 
4.50 (2H brm), 7.06 (IH. dd). 7.39-7.54 (3H, m) 
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29 


3.[(E)-(Me)2N- 
(2-Bute)-0]-Ph 


Me 


Sul 


NMR- 2.34 (3H s), 2.70 (3H, s), 2.73 (6H, s), 3.76 (2H 
, d), 4.75 (2H, d), 5.86-6.26 (2H, m), 7.07-7.12 (IH 
m") 739-751 CSR 


30 


4-[(Me)2N-PR- 
0]-2-F-Ph 


Me 


Sul 


mp.:216-217°C 


31 


3-(l-Me-4- 
Pipe-0)-Ph 


Me 




xmvro 1 • t m 1 Ql (n\A rrk\ 1 OAS) CM (OVi rr^ 9 9R-9 40 

(2H, m), 2.32 (3H, s), 2.64-2.76 (2H, m), 2.82 (3 
H, s), 4.404.48 (IH, m), 6.15 (4H, brs), 6.95-6.99 ( 
1x1, m), I.J I yin, i), /.ho-/.jh y^si, m) 


32 


3-[(l-Me-2- 

Pyrro)-ET-0]- 

Ph 


Me 


Sul 


mm: 1.69-3.66 (9H, m), 2.31 (3H, s), 2.70 (3H. s), 2.88 (3H, 
s), 4.12-4.25 (2H, m). 7.05-7.11 (IH, mX 7.39-7.50 (3H, 
m). 


33 


3-[(4-Py)-ME- 
0]-Ph 


Me 


1.6Su 
I 


NMR; 2.33 (4.8H, s), 2.71 (3H, s), 5.45 (2H, s), 7.24-7. 
31 (IH, m\ 7.49-7.66 (3H, m), 7.80 (2H, d). 8.77 ( 
2Ii d). 


34 


3-[(l-Me-4- 
Pipe)-ET-0]-Ph 


Me 


Sul 


NMR: 1.26-1.47 (2H, m), I.oo-aUU pii, m;, z.jj [3tt, s 
X 2.69 (3H, s), 2.75 (3H s), 2.84-3.00 (2H m), 3.3 
6-147 (7R m\ 411 (7tL t) 7 02-7 08 flR m) 73 
6-7.49 (3H, m) 


35 


3-[(l-Me-2- 
Pipe)-ET-0]-Ph 


Me 


2Sul 


>5MR; 1.40-3.64 (IIH, m), 2.35 (6H, s), 2.71 (3H, s), 2. 
88 (3H, d), 4.104.24 (2H, m), 7.14-7.20 (IH, m), 7 
.45-7.61 (3H, m) 


36 


3-[(2-Py)-El- 
0]-Ph 


jvie 


Qui 




37 


3-[(l-Boc-4- 

Pipe)-ME-0]- 

Ph 


Me 




NMR-1: 1.20-1.39 (2H, m), 1.47 (9H, s), 1.56-1.76 (2H, 
mX 1.78-1.90 (2H, m), l.yi-z.Ui (IH, mj, z.oy-/.H 
5 (IH, m), 2.82 (3H, s), 3.88 (2H, dX 4.07-4.24 (1 
H, mX 6.90-6.99 (IH, mX 7.31 (IH, tX 7.47-7.55 (2 
H,m) 


38 


3-(ZHN-BU- 
0)-Ph 


Me 




NMR: 1.57-1.76 (4H, mX 2..I5 (jH, s;, z.oJ-z.yi (,zn, m 
X 3.81-3.88 (2H. mX 5.19 (2H, sX. 7.36 (5H, sX 7.4 
6-7.59 (3H. mX 7.64-7.72 (IH. mX 9.12 (IH, s) 


39 


3-(TBDMS0- 
BU-0)-Ph 


Me 




NMR 0.01 (3H, sX 0.04 (3H. sX 0.82-0.85 (9H, mX 1.7 
3-1.82 (4H, mX 2.69 \5t\, %), SAI [In, I), h.UJ (,z 
H, tX 6.96-7.01 (IH, mX 7.29 (IH, tX 7.40-7.45 (2 
H, m) 


40 


3-[(Me)2N-Pe]- 
Ph 


Me 


2Sul 


NMR 1.28-1.38 (2H, mX 1.60-1.70 (4tl, mX z.JJ (old, s 
X 2.67-2.72 (2H, mX 2.71 (3H, sX 2.76 (6H, dX 3. 
00-3.07 (2H, mX 7.40-7.51 (2H, mX 7.79 (IH, dX 7 
.84 (IH, s) 


41 


(1-Bute)]-Ph 




ZrOUl 


NMR- 2 33 (6t{. s'i 2 63-275 CZH. m"> 271 (3H. sX 2.7 
9 (6H, dX 3.18-3.25 (2H, mX 5.67-5.76 (IH, mX 6. 
70 (IE dX 7.55-7.62 (2H, mX 7.86-7.91 (2H, m) 


42 


3-[(E)-(Me)2N- 
(1-Bute)]-Ph 


Me 


2Sul 


NMR 2.33 (6H, sX 2.59-2.66 (2H, mX 2.71 (3H, sX 2.8 
3 (6H, dX 3.21-3.28 (2H, mX 6.31-6.41 (IH, mX 6. 
69 (IH, dX 7.53 (IH, tX 7.63 (IH, dX 7.84 (IH, d) 
, 8.03 (IH, s) 
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43 


3-[(Me)2N- 
BU]-Ph 


Me 


2.3 
Sul 


NMR 1.60-1.69 (4H, mX 2.37 (6.9H, s), 2.70-2.74 (2H, 
m), 2.71 (3H, s), 2.77 (6H, d), 3.05-3.12 (2H, m), 
7.43-7.53 (2E m). 7.81 (IH, d), 7.87 (IH, s). 


44 


3-[(Me)2N-ET- 
S02-HN]-Ph 


Me 


2Sul 


NMR: 2.33 (6H, s), 2.71 (3H, s), 2.81 (6H, brs), 3.41-3. 
54 (2H, m), 3.59-3.74 (2H, m), /.4z (ihl, a), (, 
IH, t), 7.74 (IH, d). 7.89 (IH, s), 10.46 (IH. s) 


45 


3-[(l-OHC-4- 
Pipe)-ME-0]- 
Ph 


Me 


Sui 


NMR: 1.08-1.31 (2H, m), 1.77-1.93 (2H, m). 2.00-2.17 ( 
IH, mX 2.33 (3H, s), 2.59-2.72 (IH, m), 2.71 (3H, 
sX 3.02-3.17 (IH, mX 3.65-3.76 (IH, mX 3.95 (2H, 
dX 4.17-4.28 (IH mX 7.14-7.19 (IH, mX 7.43-7.57 
(3H, m), 0.24 (IH, s) 


46 


3-(l-Me-4- 
Pipe-0)-Pn 


CF3 


2Sul 


NMR: 1.70-2.49 (4H, m), 2.36 (6H, s), 2.77-2.89 (3H, m 
^ 'Xca'XfiA rw\ 46S-4Q2 HH m\ 172-734 ( 

IH, mX 7.46-7.66 (3H, m) 


47 


3-[(Me)2N-ET- 

UJ-rh 


CFa 


- 


NMR-1: 2.36 (6H, sX 2.77 (2H, tX 4.15 (2H, tX 6.37 (4 
H hn\ 6Q8-708 HH mi 734 (IH t) 747-754 ( 
2H. m) 


48 


3-[(Me)2N-BU- 
Oj-Pn 


CFj 


2Sul 


mp.: 224-225°C 


49 


3-[(Me)2N-ET- 
0-ET-0]-Ph 


Me 


2Sul 


NMR: 2.36 (6H, sX 2.71 (3H, sX 2.81 (6H, dX 3.31 (2 
H, ddX 3.76 - 3.89 (4H. m), 4.21 - 4.29 (2H, mX 
7.13 - 723 (IH, mX 7.43-7.61 (3H, m). 


83 


3-[(l-Me-2- 

Pyrro)-ET-0]- 

Ph 


CF3 


2Sul 


NMR: 1.47-3.69 (9H, ny, 2.36 (6H, mX 2.0^ (3ri, a), 4. 
12 - 4.29 (2H, mX 7.17 - 7.26 (IH, mX 7.47-7.62 ( 
3H, mX 


84 


3-[(l-Me-2- 

Pipe)-ME-0]- 

Ph 


CF3 


2Sul 


NMR: 1.22-1.42 (IH, mX 1.57 - 2.00 (3H, mX 2.17 - 2. 
37 (IH, mX 2.38 (6H, sX 2.72 - 2.96 (5H, m), 3.4 
0 - 3.65 (2H, mX 3.91 - 4.17 (2H, mX 7.17 - 7.27 
(IE mX 7.47 - 7.63 (3H, mX 


85 


3-[(Me)2N-PR- 
CO-HN]-Ph 


Me 


Sul 


NMR: 1.81-2.01 (2H, mX 2.33 (3H, sX 2.38 - 2.47 (2H, 
mX 2.51 (3H, sX 2.71 (3H, sX 2.80 (6H, sX 3.04 
- 3.16 (2H, m), 7.29 (IH, dX 7.57 (IH, dX 8.20 (1 
H sX 10.13 (IH sX 


86 


3-[(Me)2N-ET- 
CO-HN]-Ph 


Me 


1.25S 
ul 


m/z: 389 [FAB, (M+Hf\ 

NMR: 2.32 (3.75H sX 2.33 (itl, s), z./l (JH, s;, - 
2.88 (2H mX 2.82 (6H sX 3.30 - 3.45 (2H mX 
7.33 (IH dX 7.57 (IH d), 8.24 (IH sX 10.34 (IH 
sX 


87 


CO-HN]-Ph 


Me 


1 .ooU 

1 


H brsX 2.91 (2H tX 3.35 - 3.48 (2H m), 7.36 (1 
H tX 7.48 - 7.58 (2H mX 9.86 (IH s) 


88 


3-[(Me)2N-PR- 
CO-HN]-Ph 


Me 


2Sul 


NMR 1.88-2.03 (2H mX 2.35 (6H sX 2.37 (3H sX 24 
4 - 2.54 (2H mX 2.72 (3H sX 2.81 (6H dX 3.06 
- 3.17 (2H mX 7.36 (IH tX 7.48 - 7.58 (2H mX 
9.68 (IH s). 
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* 6 



0 NH, 




Ex. 


R'- 




Sal 


DAT 


50 


Ph 


H 


HCl 


NMR: 7.53-7.57 (3H, m), 8.21-8.24 (2H, m), 8 
.74 (2H, brs), 8.83 (IH, s), 9.07 (2H, brs) 
, 11.61 (IH, brs) 


51 


Ph 


Me 


Sul 


mp.: 245-247t: 



O NH2 



Ex. 


R'- 


-R^ 


Sal 


DAT 


52 


T«1 

Ph 


Me 


Ciil 
iSUl 


n^.: 196-197X^ 


53 


2-Me-Ph 


Me 


Sul 


mp.: 282-283^ 


54 


3-[(Me)2N-PR- 
01-Ph 


Me 


HCl 


mp.: 289-29(fC 


55 


3-[(Me)2N-BU- 
01-Ph 


Me 


2Sul 


mp.; 208-2091: 


56 


3-[(Et)2N-BU- 
0]-Ph 


Me 


2Sul 


NMR 1.16-1.22 (6H, m), 1.80-1.82 (4H, m). 2.41 (6H, 
s), 3.11-3.18 (6Ii m), 3.54 (3H, s). 4.13-4.15 (2 
H, m), 7.22-7.25 (IH, m), 7.52-7.56 (IH, m), 7.74 
-7.75 (IH m), 7.81-7.83 (IH m) 


57 


3-[(l-Pyrro)- 
BU-Ol-Ph 


Me 


2Sul 


mp.: 207-208°C 


58 


3-(Morph-BU- 
0)-Ph 


Me 


2Sul 


NMR 1.79-1.86 (4H, m), 2.42 (6H, s), 3.17-3.21 (2H, 
m), 3.45 (3H, s), 3.66-3.71 (4H, m), 3.97-4.00 (2 
H, m), 4.12-4.15 (4H, m), 7.21-7.24 (IH, m), 7.51 
-7.55 (IH, m), 7.74-7.75 (IH, m), 7.81-7.83 (IH, 
m), 8.55 (4H br), 9.62 (IH br), 11.28 (IH, br) 


59 


3-[(l-Im)-PR- 
01-Ph 


Me 


2Sul 


mp.: 224-225°C 


60 


2-[(Me)2N-ET- 
01-Ph 


Me 


2Sul 


mp.: 172-173°C 


61 


2-[(Me)2N-PR- 
01-Ph 


Me 


2Sui 


mp.: 185-1861: 


62 


2-[(Me)2N-BU- 
01-Ph 


Me 


2Sul 


mp.: 202-203'C 



4 3 



wo 98/27061 

m 8 



Ex. 


R'- 






Sal 


DAT 


13 


Ph 


NH2 


CH 


- 


NMR; 7.19 (IH, t), 7.42 (2H, t), 7.72 (2H, d) 


63 


Ph 


Me 


N 




mp.: 208-209°C 


64 


Ph 


Me 


CH 


_ 


NMR 2.48 (3H, s), 7.29 (IH, t), 7.48 (2H, t), 
779 (2H, t), 8.57 (IH, s) 


65 


Ph 


Me 


N 


Sul 


NMR 2.39 (3H, s), 2.59 (3H, s), 751-7.57 (1 
H, m), 7.62-7.68 (2H, m), 8.09-8.11 (2H, 
m), 8.49 (2H, brs), 8.59 (2H. brs), 11.27 ( 
IH, bis) 


66 


Ph 


H 


C-CF3 




NMR: 7.44-7.63 (5H, m), 8.01 (IH s) 


67 


3-[(Me)2N-PR- 
0]-Ph 


Me 


CH 


- 


NMR-1: 1.91 - 2.01 (2H, m), 2.25 (6H, s), 24 
6 (2H, t), 260 (3H, s), 4.07 (2H, t), 6.78 
- 6.83 (IH, m). 7.19 - 7.33 (3H, m), 8.41 
(IH. s). 


68 


3-MeO-Ph 


Me 


N 


Sul 


nip.:228-230t: 


69 


3-HO-Ph 


Me 


N 


Sul 


NMR: 2.31-2.34 (3H, m), 257 (3H, s), 6.89^.9 
5 (IH, mX 7.42 (IH, t), 7.47-7.54 (2H, m) 


70 


3-[(Me)2N-PR- 
0]-Ph 


Me 


N 


2Sul 


NMR 2.10-2.21 (2H m), 2.33-2.36 (6H, m), 2. 
58 (3H, s), 2.81-2.86 (6H, mX 3.20-3.32 ( 
2H, mX 4.20 (2H, tX 7.07-7.14 (IH, mX 7 
.56 (IH, tX 7.69-7.75 (2H, m) 


71 


3-[(l-Me-4- 
Pipe)-ME-0]-Ph 


Me 


N 


2Sul 


NMR 1.42-1.72 (2H, mX 1.82-216 (3H, mX 2. 
32-2.40 (6H, mX 2.58 (3H, sX 2.76-2.82 ( 
3H, mX 2.90-3.10 (2H, m), 3.37-3.56 (2H, 

mX 3.97-4.03 (2H, mX 7.08-7.16 (IH, m), 

7.50-7.90 (3H, m) 


72 


3-02N-Ph 


Me 


N 


Sul 


NMR 2.32-2.35 (3H, mX 2.62 (3H, mX 7.96 ( 
IH, tX 8.36-8.55 (2H, mX 8.82 (IH, t) 


73 


3-[(Me)2N-ET- 
CO-HN]-Ph 


Me 


N 




NMR-1: 2.40 (6H, sX 2.50-2.56 (2H, mX 2.64 ( 
3H,sX 2.67-2.73 (2H,mX 6.74-6.82 (lH,mX 
7.37 (IH, tX 7.76-7.83 (IH, mX 8.80(1H, t 

) 


74 


3-MeHN-Ph 


Me 


N 


2Sul 


NMR: 2.41-2.43 (6H, mX 2.57 (3H, sX 2.78 (3 
H, sX 6.71-6.79 (IH, mX 7.29-7.38 (3H, m 
) 


75 


3-[(Me)2N-ET- 
MeN]-Ph 


Me 


N 




NMR: 2.19 (6H, sX 2.40 (2H, tX 2.56 (3H, s), 
2.98 (3H, sX 3.48 (2H, t), 6.68-6.75 (IH, 
mX 7.17-7.26 (2H, mX 7.30 (IHO 
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76 


3-[(Me)2N-ME- 
CO-HN]-Ph 


Me 


N 


2Sul 


NMR: 2.36 (6H, s), 2.59 (3H, s), 2.88-2.94 (6 
H. m), 4.17-4.23 (2H, m), 7.60-7.70 (2H,m 


77- 


3-[(l-Im)-ME- 
CO-HN]-Ph 


Me 


N 


2Sul 


NMR: 2.35-2.42 (6H, m), 2.58 (3H, s), 5.30 (2 
H, s), 7.59-7.65 (2H, m), 7.71-7.74 (IH, m 

j, /. /0-/.0U (lrl,injj /.0I-/.00 ^iri, ny, o.j 
6-8.60 (IH. m), 9.12-9.17 (IH, m) 


78 


3-[(Me)2N-ME- 
CO-MeN]-Ph 


Me 


N 


_ 


NMR: 2.15 (6H, s), 2.57 (3H, s), 3.26 (2H, s), 
3.32 (3H, s), 7.33-7.40 (IH, m), 7.56-7.64 
(llim), 7.87-7.99 (2H, m) 


79 


3-[(l-Tz)-ME- 
CO-HN]-Ph 


Me 


N 


Sul 


NMR: 2.38-2.40 (3ti, mj, 2.3o (jH, s), d.oJ (Z 
H, s), 7.50-7.66 (2H, mX 7.97-8.03 (IH, m 
), 8.56-8.60 (IH, m), 9.49 (IH, s) 


80 


3-[(5-Tz)-ME- 

r^r\ Tjxn T>u 


Me 


N 




NMR: 2.56 (3H, s), 4.12 (2H, s), 7.46-7.55 (2 
H xr\\ Ifsf^lll HR m'^ 8 44-848 HH 
m) 


81 


Ph 


CH2CI 


N 




NMR-1: 5.17 (2H, s), 7.38-7.46 (IH, m), 7.49-7 
.58 (2H, m), 8.09-8.14 (2H, m) 


89 


3-MeO-rn 


TT 
H 


CMC 




H, s), 7.08-7.15 (3H, m), 7.45-7.53 (IH, m 
> 


90 


3-02N-Ph 


H 


CMe 


Sul 


mp.: 217-219°C 


91 


3-[(Me)2N-ME- 
CO-HN]-Ph 


H 


CMe 


2Sul 


NMR: 2.39-2.41 (6H, m), 2.56 (3H, s), 2.89 (6 
H, s), 4.19 (2H, s), 7.32-7.38 (IH, m), 7.5 
8 (IH, t), 7.63-7.69 (IH, m), 7.86-7.91 (1 
H, m) 


« 9 

0 NHj 


Ex. 


R- 




Sal 


DAT 


82 


2-Me-Ph 


Me 


Sul 


mp.: 154-155°C 



m. 1 0 




Com 






Com 


R'- 




1 


2-Th 


H 


2 


3-Th 


Me 


3 


3-Pv 


H 


4 


3-[(Me)2N-ET]-Ph 


Me 


5 


Ph 


H 


6 


4.Py 


Me 


7 


4-Cl-Ph 


H 


8 


3-Cl-Ph 


Me 


9 


2-Cl-Ph 


H 


10 


4-OH-Ph 


Me 


11 


2-MeO-Ph 


H 


12 


2-MeO-5-MeO-Ph 


Me 


13 


2-Me-Ph 


H 


14 


2-F-Ph 


Me 


15 


3-MeO-Ph 


H 


16 


2-N02-Ph 


Me 


17 


3-Me-Ph 


H 


18 


2-NH2-Ph 


Me 


19 


2-Th 


OMe 


20 


3-MeS-Ph 


Me 


21 


3-Pv 

J . — — — 


OMe 


22 


3-[(Me)2N-PRl-Ph 


Me 


23 


Ph 


OMe 


24 


2-Cl-3-Cl-Ph 


Me 


25 


2-Cl-Ph 


OMe 


26 


2-Thi 


Me 


27 


2-MeO-Ph 


OMe 


28 


2-Cyp-Ph 


Me 


29 


2-Me-Ph 


OMe 


30 


2-Me-3-Py 


Me 


31 


3-MeO-Ph 


OMe 


32 


2-Im 


Me 


33 


3-Me-Ph 


OMe 


34 


3-Fu 


Me 




7-Me-Ph 

^ IVIC^X 11 


CI 


36 


2-Cl-Ph 


Et 


-J / 




CI 


38 


2-MeO-Ph 


Et 




3-Me-Ph 

J XVAt X 11 


CI 


40 


2-Me-Ph 


Et 


41 


3-r^Me'l9N-PR-01-Ph 


H 


42 


3-r(Me)2N-ET-01-Ph 


OMe 


43 


3 -(iPrHN-ME-CHOH-ME- 
0)-Ph 


Me 


44 


3-(iPrHN-ME-CH0H-ME-0)- 
Ph 


CFj 


45 


3-r(Et)2N-ET-01-Ph 


Me 


46 


3-r(Et)2N-ET-01-Ph 


CF3 


47 


3-r(Me)2N-PR-01-Ph 


OMe 


48 


3-r(Me)2N-BU-01-Ph 


OMe 


49 


3-r(Me)2N-PR-01-Ph 


NH2 


50 


3-r(Et)2N-BU-0]-Ph 


Me 


51 


3-r(Et)2N-PR-01-Ph 


Me 


52 


3-r(Et)2N-BU-01-Ph 


CF3 


53 


3-r(Et)2N-PR-01-Ph 


CF, 


54 


3-r4-[(Me)2N-MEl-Ph-01-Ph 


CF3 


55 


3-(MeHN-PR-0)-Ph 


Me 


56 


3-r4-[(Et)2N-ME]-Ph-0]-Ph 


Me 


57 


3-(MeHN-PR-0)-Ph 


CF3 


58 


3-r4-[(Et)2N-ME1-Ph-0]-Ph 


CF3 


59 


3-(H2N-PR-0)-Ph 


Me 


60 


3-[3-f(Me)2N-MEl-Ph-01-Ph 


Me 


61 


3-(H2N-PR-0)-Ph 


CF3 


62 


3-[3-[(Me)2N-ME]-Ph-0]-Ph 


CF3 


63 


3-[(Me)2N-PR-Sl-Ph 


Me 


64 


3-[4-r(Me)2N-MEl-Ph-S]-Ph 


Me 


65 


3-r(Me)2N-PR-Sl-Ph 


CF3 


66 


3-r4-r(Me)2N-MEl-Ph-Sl-Ph 


CF3 


67 


3-[(Me)2N-PR-0]-Ph 


CH2F 


68 


3-(Morph-PR-0)-Ph 


Me 


69 


3-r(Me)2N-BU-01-Ph 


CH2F 


70 


3-[(l-Pyrro)-BU-01-Ph 


CF3 


71 


3-[(l-Pyrro)-ET-01-Ph 


Me 


72 


3-(Pino-BU-0)-Ph 


Me 


73 


3-(Pino-ET-0)-Ph 


Me 


74 


3-[(4-Me-l -Pipera)-BU-01-Ph 


Me 
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75 


3-[(4-Me-l-Pipera)-ET-Oj- 
Ph 


Me 


76 


3 -(Morpn-r> u-U j-r n 




77 


3-(Morph-ET-0)-Ph 


Me 


78 


3-[(l-Pyrro)-PR-0]-Ph 


CF3 


79 


3_[( 1 -Pyrro)-PR-0]-Ph 


Me 


80 


3-(Pino-rK-U)-Fn 




81 


3-(Pino-PR-0)-Ph 


Me 


82 


3 - [(4-Me- 1 -ripera)-rR-U J-r n 




83 


3-[(4-Me-l-Pipera)-PR-0]- 
Ph 


Me 


84 


3-(Morph-PR-0)-Ph 


CF3 


85 


3-(4-Me-l-Pipera)-Ph 


Me 


86 


3 -(4-Me- 1 -Pipera)-Pn 


CF3 


87 


3-[( 1 -Me-2-Pyrro)-ME-0]- 
Ph 


Me 


88 


3-[(4-Im)-]V[E-0]-Ph 


Me 


89 


3-r( 1 -Me-3-Pvrro)-0]-Ph 


Me 


r\i\ 

90 


3 -[( l-Me-Z-ryrro)-Jti 1 -UJ-rn 


UMe 


91 


3-[( 1 -Me-2-Pipe)-ME-0]- 
Ph 


Me 


92 


3 -[( 1 -Me-3 -Pipe)-ME-0]-Ph 


OMe 


93 


3-r(l-Me-3-Pipe)-0)-Ph 


Me 


94 


3 -[(Me)2N-ET-CO-MeN]-Ph 


Me 


95 


3-(4-Quin-0)-Ph 


Me 


96 


3 -[(Me)2N-PR-rlIM J-l'n 


Me 


97 


3-[(l-Me-2-PyiTo)-CO- 
HNl-Ph 


Me 


98 


3-[(Me)2N-PR-MeN]-Ph 


Me 


99 


3-[( 1 -Me-2-Pyrro)-ME-CO- 
HNl-Ph 


Me 


100 


3-[(Me)2N-ET-CO-HNJ-Pn 


CF3 


101 


3-[( 1 -Me-2-Pipe)-C0-HN]- 
Ph 


Me 


102 


3 -[(Me)2N-ET-CO-MeN]-Pn 


CF3 


103 


3-[(l-Me-3-Pipe)-CO-HN]- 
Ph 


Me 


104 


3-[(Me)2N-ET-S02-HN]-Ph 


CF3 


105 


3-(4-Quin-CO-HN)-Ph 


Me 


106 


3-r(l-Me-4-Pipe)-CO-HN]-Ph 


CF3 


107 


2-Cl-5-[(Me)2N-PR-0]-Ph 


Me 


108 


6-Me-3 -[( 1 -Me-4-Pipe)-CO- 
HN]-Ph 


Me 


109 


2-Cl-5-[(Me)2N-ET-0]-Ph 


Me 


110 


2-Me-3.[(] -Me-4-Pipe)-C0- 
HNl-Ph 


Me 


111 


3-[(Me)2N-PR-0]-6-MeO- 
Ph 


Me 


112 


3-[(Me)2N-ET-CO-HN]-6-Me- 
Ph 


CF3 


113 


3 -[(Me)2N-ET-0]-6-MeO- 
Ph 


Me 


114 


3 -[(Me)2N-ET-CO-HN]-2-Me- 
Ph 


CF3 


115 


3-[(Me)2N-PR-0]-6-Me-Ph 


Me 


116 


6-Me-3 -[( 1 -Me-4-Pipe)-CO- 

T TXTl T»l_ 

HNJ-Ph 


CF3 


117 


3-[(Me)2N-ET-0]-6-Me-Ph 


Me 


118 


2-Me-3-[(l -Me-4-Pipe)-C0- 


CF3 


119 


2.F-4-[( 1 -Me-4-Pipe)-ME- 
01-Ph 


Me 


120 


6-Me-3 -(4-Me- 1 -Pipera)-Ph 


Me 


121 


3-[(Me)2N-Me-CO-HN]-6- 
Me-Ph 


Me 


122 


6-Me-3 -(4-Me- 1 -Pipera)-Ph 


CF3 


123 


3-[(Me)2N-Me-CO-HN]-2- 
Me-Ph 


Me 
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Com 


R'- 




Com R'- 


-R^ 


124 


2-Th 


H 


125 


3-Th 


Me 


126 


3-Py 


H 


127 


2-Pv 

J. : 


Me 


128 


Ph 


OMe 


129 


4-Pv 


Me 


130 


4-Cl-Ph 


H 


131 


3-Cl-Ph 


Me 


132 


2-Cl-Ph 


H 


133 


4-OH-Ph 


Me 


134 


2-MeO-Ph 


H 


135 


2-MeO-5-MeO-Ph 


Me 


136 


2-Me-Ph 


H 


137 


2-F-Ph 


Me 


138 


3-MeO-Ph 


H 


139 


2-N02-Ph 


Me 


140 


3-Me-Ph 


H 


141 


2-NH2-Ph 


Me 


142 


2-Th 


Me 


143 


3-MeS-Ph 


Me 


144 


3-Pv 


Me 


145 


2-MeS02-Ph 


Me 


146 


Ph 


Me 


147 


2-Cl-3-Cl-Ph 


Me 


148 


2-Cl-Ph 


Me 


149 


2-Thi 


Me 


150 


2-MeO-Ph 


Me 


151 


2-Cvp-Ph 


Me 


152 


2-Me-Ph 


Me 


153 


2-Me-3-Py 


Me 


154 


3-MeO-Ph 


Me 


155 


2-Im 


Me 


156 


3-Me-Ph 


Me 


157 


3-Fu 


Me 


158 


2-Me-Ph 


CI 


159 


2-Cl-Ph 


OMe 


160 


2-Cl-Ph 


CI 


161 


2-MeO-Ph 


Et 


162 


3-Me-Ph 


CI 


163 


2-Me-Ph 


Et 


164 


3-fCMe)2N-PR-0]-Ph 


H 


165 


3-r(Me)2N-ET-01-Ph 


H 


166 


3-r(Me)2N-PR-0]-Ph 


Me 


167 


3-r(Me)2N-ET-01-Ph 


Me 


168 


3-r(Et)2N-PR-01-Ph 


H 


169 


3-r4-r(Me)2N-ME1-Ph-0]-Ph 


H 


170 


3-r(Et)2N-PR-0]-Ph 


Me 


171 


3-r4-[(Me)2N-MEl-Ph-0]-Ph 


Me 


172 


3-r(Me)2N-ET-0]-Ph 


CI 


173 


3-r(Me)2N-BU-01-Ph 


CI 


174 


3-r(Me)2N-PR-0]-Ph 


CI 


175 


3-r(l -Me-4-Pipe)-ME-0]-Ph 


CI 



wo 98/27061 



PCT/JP97/04605 



^ 12 




Com 


R'- 




Com 


R'- 




176 


Ph 


CF3 


182 


3-f(l-Me-4-Pipe)-ME-0]-Ph 


Me 


177 


2-Me-Ph 


CPs 


183 


3-r(Me)2N-PR-01-Ph 


CF3 


178 


2-MeO-Ph 


Me 


184 


3-[(Et)2N-PR-01-Ph 


Me 


179 


2-MeO-Ph 


CFs 


185 


3-r{Et)2N-PR-01-Ph 


CF3 


180 


2-Cl-Ph 


Me 


186 


3-r4-r(Me)2N-MEl-Ph-0]-Ph 


Me 


181 


2-a-Ph 


CFs 


187 


3-r4-r(Me)2N-MEl-Ph-0]-Ph 


CF3 



m. 13 

0 NH, 

X 

N NHj 



H 
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